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1. \ A method for inhibiting P-amyloid peptide release and/or its 
synthesis m\ cell which method comprises administering to such a cell an 
amount of a compound or a mixture of compounds effective in inhibiting the 
cellular release afod/or synthesis of p-amyloid peptide wherein said compounds 
are represented by ^formula I: 



W 



Ri-L RNH-T rC(H) z 




wherein R 1 is selected from the groupVonsisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cyc^alkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H) p C(=X)-, forms a cycfcalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each oV such ring 
structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, tnioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amiko, N- 
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Mkylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 
alkylamino, N,N-disubstituted alkylamino, -NHC(0)R 4 , -NHS0 2 R 4 , -C(0)NH 2 , 
-cb)NHR 4 , -C(0)NR 4 R\ -S(0)R 4 , -S(0) 2 R 4 , -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
whefe each R 4 is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxylY-H, -OH), thiol (H,-SH) and hydro (H,H); 

Y is represented by the formula: 



R2 




wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and ^heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
the group consisting of a bond covatently linking R 1 to -CX'X"-, oxygen, 
sulfur, -NR 5 where R 5 is hydrogen, adyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoroA 

X" is hydrogen, hydroxy or fluoro, oV X' and X" together form an oxo 
group; \ 

m is an integer equal to 0 or 1; \ 
n is an integer equal to 0, 1 or 2; \ 

p is an integer equal to 0 or 1 such that whe\i p is zero, the ring defined by 
W and -C(H) p C(=X)- is unsaturated at the carbon\tom of ring attachment to Y 
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and\when/? is one, the ring is saturated at the carbon atom of ring attachment 
to y) 

with, the following provisos: 

A. when R 1 is 3,5-difluorophenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and/? isU, then W, together with >CH and >C=X, does not form a 2- 
(S)-indanol gro\ 

B. when R lN te phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and/? is 
1, then W, togethefvwith >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; 

C. when R 1 is pheWl, Z is -CH 2 C(0)-, m is 1, n is 0, and/? is 1, then W, 
together with >CH and >C=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gammabutyrolactone group; 

D. when R 1 is phenyl, Z\is -CH,C(0)-, m is 1, n is 0, and/? is 1, then W, 
together with >CH and >C=X, does not form a e-caprolactam group; 

E. when R 1 is cyclopropk R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 
and/? is 1, then W, together with >QH and >C=X T does not form an N- 
methylcaprolactam group; 

F. when R 1 is 4-chlorobenzoyl\CH,-, R 2 is -CH 3 , Z is -CH 2 C(0)-, m 
is 1, n is 1, and/? is 1, then W, togetherXwith >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-phenyl-lHrl,4-benzodiazepin-2-one; 

G. when R 1 is 2-phenylphenyl, R 2 4-CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and/? is 1, then W, together with >ChW >C=X, does not form an 7- 
memyl-5,7^%dro-6H-dibenzrb,d]azepin-6-one\^ 

H. when R 1 is CH 3 OC(0)CH 2 -, R 2 is -C^ 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and/? is 1, then W, together with >CH and Vc=X, does not form an 

2,3-dmydro-l-(?-butylC(0)CH 2 -)-5-(2-pyridyl)-lH-l > ^-benzodiazepin-2-one; 

I. when R 1 is 4-ethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,4,6-trifluorophenVl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CH 2 C(0)-, m% 1, n is 1, and/? is 1, 
then W, together with >CH and >C=X, does not formV 2,3-dihydro-l-(iV,iV*- 
diemylaniino-CH 2 CH 2 -)-5-(2-pyridyl)-lH-l,4-benzodiazepin\2-one; 
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J. \ when R 1 is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, n is 1\ and /? is 1, then W, together with >CH and >C=X, does not 
form a 2^-W(iro-l-(iV,iV-diethylamino<:H 2 CH 2 -)-5K2-pyridyl)-lH-l,4- 
benzodiazepin\2-one, 

K. wheb m is 1 and n is 1, then 



W 



f 1 
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— C(H) C 



C 
X 




does not equal cycloalkyl of fljom 3 to 8 carbon atoms optionally substituted 
20 with 1 to 3 alkyl groups. 

1. A method for preventing the onset of AD in a human patient at risk 
for developing AD which method comprises administering to said patient a 
pharmaceutical composition comprising a pharmaceutically inert carrier and an 
25 effective amount of a compound or a mjxtore of compounds of formula I: 



R 



m 




w 




herein R 1 is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloaUeyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyA substituted cycloalkyi, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, tckether with -C(H) p C(=X)-, forms a cycloalkyi, cycloalkenyl, 
heterocyclic, substituted cycloalkyi, or substituted cycloalkenyl group wherein 
each of saidVycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyi or 
substituted cykloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyi, cycloalkenyl, 
heterocyclic, aryl Wd heteroaryl group which, in turn, each of such ring 
structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of lWdroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy ,\mtro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substitaM alkenyl, alkynyl, substituted alkynyl, amino, N- 
alkylamino, N,N-dial^Idmino, N-substituted alkylamino, N-alkyl N-substituted 
alkylamino, N,N-disubstituted alkylamino, -NHC(0)R\ -NHS0 2 R 4 , -C(0)NH 2 , 
-C(0)NHR 4 , -C(0)NR 4 R 4 , -^(O)R 4 , -S(0) 2 R 4 , -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
where each R 4 is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; \ 

X is selected from the grou^ consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH^ and hydro (H,H); 

Y is represented by the formula: 

\ 

R 2 

I 



\ 

V 
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wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z & represented by the formula -T-CX'X"C(0)- where T is selected from 
the group\consisting of a bond covalently linking R 1 to -CX'X"-, oxygen, 
sulfur, -NR? where R 5 is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; \ 

m is an integei; equal to 0 or 1; 
n is an integer equal to 0, 1 or 2; 

p is an integer eqW to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H) P C(=X)- isoinsaturated at the carbon atom of ring attachment to Y 
and when/? is one, the ring is saturated at the carbon atom of ring attachment 
to Y, f\ 

with the following profuos: 

A. when R 1 is 3,5-difluoroWnyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, togetherWith >CH and >C=X, does not form a 2- 
(S)-indanol group; \ 

B. when R 1 is phenyl, R 2 is -Ch\ Z is -CH 2 C(0)-, m is 1, n is 1, and p is 
1, then W, together with >CH and >6,=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; \ 

C. when R 1 is phenyl, Z is -CH 2 C(0)\ m is 1, n is 0, and p is 1, then W, 
together with >CH and >C=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gammabutyrolactone groupA 

D. when R 1 is phenyl, Z is -CH 2 C(0)-, m\s 1, n is 0, and p is 1, then W, 
together with >CH and >C=X, does not form k e-caprolactam group; 

E. when R 1 is cyclopropyl, R 2 is -CH 3 , Z\s -CH 2 C(0)-, m is 1, n is 1, 
and p is 1, then W, together with >CH and >C=X, does not form an N- 
methylcaprolactam group; \ 



F. \when R 1 is 4-chlorobenzoyl-CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m 
is 1, n is 1, and /> is 1, then W, together with >CH and >C=X, does not 
form an 23^wdro-l-niethyl-5-phenyl-lH-l,4-benzodiazepin-2-one; 

G. wheh R 1 is 2-phenylphenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, men W, together with >-CH and >C=X, does not form an 7- 
memyl-5J-dmyciro-6H-dibenz[b,d]azepin-6-one; 

H. when r\is CH 3 OC(0)CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(OK m is 1, n 
is 1, and p is 1, thenW, together with >CH and >C=X, does not form an 
23-dmydro-lK^utyiaO)CH 2 -)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 

I. when R 1 is 4Jethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH2-phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 \s -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and/? is 1, 
then W, together with >CH W >C=X, does not form a 2,3-dihydro-l-(MA/ L 
diemylammo-CH 2 CH 2 -)-5K2-pycidV)-lH-l,4-benzodiazepin-2-one; 

J. when R 1 is 2,6-diflu|rdphenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, n is 1, and p is 1, then W/ together with >CH and >C=X, does not 
form a 2,3-dmydro-lK^A L diemylan^ino-CH 2 CH 2 -)-5-(2-pyridyl)-lH-l,4- 
benzodiazepin-2-one , 

K. when m is 1 and n is 1, thei 



— C(H) 




does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substituted 
with 1 to 3 alkyl groups. \ 
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3. \ A method for treating a human patient with AD in order to inhibit 
further deterioration in the condition of that patient which method comprises 
administering to said patient a pharmaceutical composition comprising a 
pharmaceutical^ inert carrier and an effective amount of a compound or a 
mixture of compounds of formula I: 



10 



15 



R 1 



m n 



C(H) 




20 



wherein R 1 is selected fntaikhe group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 

25 heterocyclic; \ 

W, together with -C(H) p C(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally Vused to form a bi- or multi-fused 

30 ring system (preferably no more than 5 fusecftrings) with one or more ring 
structures selected from the group consisting ok cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, iii turn, each of such ring 
structures are optionally substituted with 1 to 4 si^bstituents selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy, 

35 substituted thioalkoxy, nitro, cyano, carboxyl, carboWl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substitutedValkynyl, amino, N- 
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a^ylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 
iamino, N,N-disubstituted alkylamino, -NHC(0)R 4 , -NHS0 2 R 4 , -C(0)NH 2 , 
-C(0)WHR\ -C(0)NR 4 R\ -S(0)R 4 , -S(0) 2 R 4 , -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
where ekch R 4 is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 

X is selected from the group consisting of oxo (-O), thiooxo (=S), 
hydroxyl (-h\-OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 



R 2 
CH 



C 
O 



NH 



wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituteAalkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-GX'X''C(0)- where T is selected from 
the group consisting of a bond covalently linking R 1 to -CX'X"-, oxygen, 
sulfur, -NR 5 where R 5 is hydrogen, acyl, aliyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' ^pd X" together form an oxo 
group; 

m is an integer equal to 0 or 1; 
n is an integer equal to 0, 1 or 2; 
p is an integer equal to 0 or 1 such that when p is\zero, the ring defined by 
W and -C(H) p C(=X)- is unsaturated at the carbon atomW ring attachment to Y 
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and when p is one, the ring is saturated at the carbon atom of ring attachment 
toV 

writh the following provisos: 

A. Xwhen R 1 is 3,5-difluorophenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and X is 1, then W, together with >CH and >C=X, does not form a 2- 
(S)-indanol group; 

B. when R 1 is phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and p is 
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; 

C. when R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and /? is 1, then W, 
together with >CH and >C=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gammabutyrolactone group; 

D. when R 1 is phenyk Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >CH and ><J^=X, does not form a e-caprolactam group; 

E. when R 1 is cyclopfopyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 
and p is 1, then W, together wi^b\>CH and >C=X, does not form an N- 
methylcaprolactam group; 

F. when R 1 is 4-chlorob^n^>yl-CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(OK m 
is 1, n is 1, and p is 1, then W, tog^her with >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-phen^i-lH-l J 4-ben2odiazepin-2-one; 

G. when R 1 is 2-phenylphenyl, R 2 is -CH 3 , Z is -CH 2 C(OK m is 1, n 
is 1, and p is 1, then W, together with >\CH and >C=X, does not form an 7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6^one; 

H. when R 1 is CH 3 OC(0)CH r , R 2 ^ -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH ! and >C=X, does not form an 
2^^iihydro-l-^butylC(0)CH 2 -)-5-(2-pyridyl)-^H-l,4-benzodiazepin-2-one; 

I. when R 1 is 4-ethoxyphenyl, 2,4,6-triniethylphenyl, 4-phenylphenyl, 

\ 

CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,4,6-trifluorctehenyl, 2-trifIuoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CH 2 C(oi, m is 1, n is 1, and/? is 1, 
then W, together with >CH and >C=X, does not form a 2 > 3-d^hyd^o-l-(iV,iV , - 
diemylammo-CH 2 CH 2 -)-5^2-pyridyl)-lH-l,4-benzodiaiepin-2-one; 



J. when R 1 is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(OK m 
is is 1, and /? is 1, then W, together with >CH and >C=X, does not 
form \ 2,3-dihydro-HAT,iV-diethylamm^^ A- 
benzodiazepin-2-one , 

K. \ when m is 1 and n is 1, then 



— C(H) 




does not equal cycloalkyl 
with 1 to 3 alkyl groups. 



3 to 8 carbon atoms optionally substituted 



4. A method according \o any of Claims 1, 2 or 3 where, in formula I, 
m is zero. 

5. A method according to CliW 4 wherein R l is aryl or heteroaryL 

6. A method according to Clainr£ wherein R 1 is selected from the 
group consisting of 

(a) phenyl, 

(b) a substituted phenyl group of the formula: 
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Wherein R c is selected from the group consisting of acyl, alkyl, alkoxy, 
alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and whWein R b and R c are fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
atoms of which from 1 to 3 are heteroatoms independently selected from the 
group consisting of oxygen, nitrogen and sulfur 

R b and r\ are independently selected from the group consisting of 
hydrogen, haloXnitro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the 
proviso that wherivR c is hydrogen, then R b and R b ' are either both hydrogen or 
both substituents oflier than hydrogen, 

(c) 2-naphthyl, \ 

(d) 2-naphthyl substituted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5 
substituents selected from the group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy ,Vryl, and heteroaryl, 

(e) heteroaryl, and \J y 

(f) substituted heteroar^cAitaining 1 to 3 substituents selected from the 
group consisting of alkyl, aljcoxV, aryl, aryloxy, cyano, halo, nitro, heteroaryl, 
thioalkoxy, thioaryloxy provided that said substituents are not ortho to the 
heteroaryl attachment to the -NH group. 

7. The method according to Claim 5 wherein R 1 is selected from the 
group consisting of mono-, di- and tri-substituted phenyl groups. 

8. The method according to Claim V wherein R 1 is a disubstituted 
phenyl selected from the group consisting of 3L5-dichlorophenyl, 3,5- 
difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, y,4-dichlorophenyl, 3,4- 
difluorophenyl, 3-(trifluoromethyl)-4-cWorophenVl, 3-chloro-4-cyanophenyl, 3- 
chloro-4-iodophenyl, and 3,4-methylenedioxypheiiyl. 



9. The method according to Claim 7 wherein R 1 is a monosubstituted 
phenyl selected from the group consisting of 4-azidopaenyL 4-bromophenyL 4- 
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cWorophenyl, 4-cyanophenyl, 4-ethylphenyl, 4-fluorophenyl, 4-iodophenyl, 4- 
(phfenylcarbonyl)-phenyU and 4-(l-ethoxy)ethylphenyL 

10\ The method according to Claim 7 wherein R 1 is a trisubstituted 
phenyl selected from the group consisting of 3,4,5-trifluorophenyl and 3,4,5- 
tricMoropnfenyl. 

11. Thk method according to Claim 5 wherein R 1 is selected from 2- 
naphthyl, quinolm-3-yl, 2-methylquinolin-6-yl, benzothiazol-6-yl, 5-indolyl, and 
phenyl. \ 

12. A method According to any of Claims 1, 2 or 3 wherein m is one. 



13. A method according to Claim 12 wherein R 1 is selected from the 



group consisting of phenyl, 
fluorophenyl, 2-bromophen; 



^-naphthyl, 2-naphthyl, 2-chlorophenyl, 2- 

t^hydroxyphenyU 2-nitrophenyl, 2-methylphenyl, 
2-methoxyphenyl, 2-phenox^h@nyl, 2-trifluoromethylphenyl, 4-fluorophenyl, 4- 
chlorophenyl, 4-bromophenyl, 4-mtrophenyl, 4-methylphenyl, 4-hydroxyphenyl, 
4-methoxyphenyl, 4-ethoxyphenyl,Vbutoxyphenyl, 4-tfopropylphenyl, 4- 
phenoxyphenyl, 4-trifluoromethylphenyl, 4-hydroxymethylphenyl, 3- 
methoxyphenyl, 3-hydroxyphenyl, 3-niVophenyl, 3-fluorophenyl, 3- 
chlorophenyl, 3-bromophenyl, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3- 
methylphenyl, 3-trifluoromethylphenyl, 23-dichlorophenyl, 2,3-difluorophenyl, 
2,4-dichlorophenyl, 2,5-dimethoxyphenyl, 3\4-dichlorophenyl, 3,4- 
difluorophenyl, 3,4-methylenedioxyphenyl, 3,4-dimethoxyphenyl, 3,5- 
difluorophenyl, 3,5-dichlorophenyl, 3,5-di-(trifmoromethyl)phenyl, 3,5- 
dimethoxyphenyl, 2,4-dichlorophenyl, 2,4-difluorophenyI, 2,6-difluorophenyl, 

3.4.5- trifluorophenyl, 3,4,5-trimethoxyphenyl, 3,4}5-tri-(trifluoromethyl)phenyl, 

2.4.6- trifluorophenyl, 2,4,6-trimethylphenyl, 2,4,6-m-(trifluoromethyl)phenyl, 
2,3,5-trifluorophenyl, 2,4,5-trifluorophenyl, 2,5-diflu\rophenyi, 2-fluoro-3- 
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trffluoromethylphenyl, 4-benzyloxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chlWophenyl, 2,3,4,5,6-pentafluorophenyl, 2,5-dimethylphenyl, 4- 
phenjdphenyl, 2-fluoro-3-trifluoromethylphenyl, adamantyl, benzyl, 2- 
phenylediyl, 3-phenyl-n-propyl, 4-phenyl-/i-butyl, methyl, ethyl, ^-propyl, 
wo-propyi wo-butyl, sec-butyl, te/t-butyl, /i-pentyl, iro-valeryl, n-hexyl, 
cyclopropyL cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-l-enyl, cyclopent-2- 
enyl, cyclohWl-enyl, -CH 2 -cyclopropyl, -CH 2 -cyclobutyl, -CH 2 -cyclohexyl, 
-CH 2 -cyclopetityl, -CH 2 CH 2 -cyclopropyl, -CH 2 CH 2 -cyclobutyl, 
-CH 2 CH 2 -cyclohWyl, -CH 2 CH 2 -cyclopentyl, pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, 
fluoropyridyls (including 5-fluoropyrid-3-yl), chloropyridyls (including 5- 
chloropyrid-3-yl), th\en-2-yl, tnien-3-yl, benzothiazol-4-yl, 2-phenylbenzoxazol- 
5-yl, furan-2-yl, benzofuran-2-yl, thionaphthen-2-yl, thionaphthen-3-yl, 
thionaphthen-4-yl, 2-chldrothiophen-5-yl, 3-methylisoxazol-5-yl, 
2-(thiophenyl)thien-5-yl, 6Vethoxythiohaphthen-2-yl, 3-phenyl-l,2,4- 
thiooxadiazol-5-yl, 2-phenyl<kaW>l-4-yl, indol-3-yl, l-phenyl-tetraol-5-yl, allyl, 
2-(cyclohexyl)ethyl, (CH 3 ) 2 C^CHCH 2 CH 2 CH(CH 3 )-, 4>C(0)CH 2 -, thien-2-yl- 
methyl, 2-(thien-2-yl)ethyl, 3-(tlHen-2-yl)-/z-propyl, 2-(4-nitrophenyl)ethyl, 
2-(4-methoxyphenyl)ethyl, norbonta-2-yl, (4-methoxyphenyl)methyl, (2- 
methoxyphenyl)methyl, (3-methoxypHienyl)methyl, (3-hydroxyphenyl)methyl, 
(4-hydroxyphenyl)methyl, (4-methoxyphenyl)methyl, (4-methylphenyl)methyl, 
(4-fluorophenyl)methyl, (4-fluorophenoxV)methyl, (2,4-dichlorophenoxy)ethyl, 
(4-chlorophenyl)methyl, (2-cMorophenyl)ntethyl, (l-phenyl)ethyl, (l-(p- 
chlorophenyl)ethyl, (l-trifluoromethyl)e%l\(4-methoxyphenyl)ethyl, 
CH 3 OC(0)CH 2 -, benzylthiomethyl, 5-(methoxYcarbonyl)-n-pentyl, 3- 
(methoxycarbonyl)-/i-propyl, indan-2-yl, (2-me%lbenzofuran-3-yl), 
methoxymethyl, CH 3 CH=CH-, CH 3 CH 2 CH=CHr, (4-cMorophenyl)C(0)CH r , 
(4-fluorophenyl)C(0)CH 2 -, (4-methoxyphenyl)C(AcH 2 -, 4-(fluorophenyl)- 
NHC(0)CH 2 -, l-phenyl-/i-butyl, (£) 2 CHNHC(0)CH„CH 2 -, (CH 3 ) 2 NC(0)CH 2 -, 
(<£) 2 CHNHC(0)CH 2 CH 2 -, methylcarbonylmethyl, (2,4- 
dimethylphenyl)C(0)CH 2 -, 4-methoxyphenyl-C(0)CH 2 \, phenyl-C(0)CH 2 -, 
CH 3 C(0)N(#K ethenyl, methylthiomethyl, (CH 3 ) 3 CNHC(0)CH 2 -, 
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Vfluorophenyl-C(0)CH 2 -, diphenylmethyl, phenoxymethyl, 3,4- 
me^hylenedioxyphenyl-CH 2 -, benzo[b]thiophen-3-yl, (CH 3 ) 3 COC(0)NHCH 2 -, 
iranWryryl, H 2 NC(0)CH 2 CH 2 -, 2-trifluoromethylphenyl-C(0)CH 2 , 
<KX0\nHCH(<2>)CH 2 -, mesityl, CH 3 CH(=NHOH)CH 2 -, 4-CH 3 -<£- 
5 NHC(OjCH 2 CH r , <£C(0)CH(<«CH 2 -, (CH 3 ) 2 CHC(0)NHCH(<£)-, 
CH 3 CH 2 OCH 2 -, CH 3 OC(0)CH(CH 3 )(CH2) 3 -, 2,2,2-trifluoroethyl, 
l-(trifluoromethyl)ethyl, 2-CH 3 -benzofuran-3-yl, 2-(2,4-dichlorophenoxy)ethyl, 
0SO 2 CH 2 -, S-cyclohexyl-/i-propyl, CF 3 CH 2 CH 2 CH 2 - and N-pyrrolidinyl. 

10 14. A method according to any of Claims 1, 2 or 3 where n is one or 

two, and each R.\is independently selected from the group consisting of alkyl, 
substituted alkyl, aikenyl, cycloalkyl, aryl, heteroaryl and heterocyclic. 

15. The memodvaccording to Claim 14 wherein R 2 is selected from the 

15 group consisting of methyl, ethyl, n-propyl, wo-propyl, n-butyl, wo-butyl, 

sec-butyl, tert-butyl, -CH 2 &k(CH 2 CH 3 ) 2 , 2-methyl-n-butyl, 6-fluoro-n-hexyl, 
phenyl, benzyl, cyclohexylroKlopentyl, cycloheptyl, allyl, iro-but-2-enyl, 
3-methylpentyl, -CH 2 -cyclopropvl, -CH 2 -cyclohexyl, -CH 2 CH 2 -cyclopropyl, 
-CH 2 CH 2 -cyclohexyl, -CH 2 -indoP3-yl, /7-(phenyl)phenyl, o-fluorophehyl, 

20 m-fluorophenyl, /7-fluorophenyl, mWthoxyphenyl, /?-methoxyphenyl, 
phenethyl, benzyl, wi-hydroxybenzyl, j?-hydroxybenzyl, /7-nitrobenzyl, 
m-trifluoromemylphenyl, /7-(CH 3 ) 2 NCI^CH 2 CH 2 0-benzyl, 
/?-(CH 3 ) 3 COC(0)CH 2 0-benzyl, p-(HOOC<SH 2 0)-benzyl, 2-aminopyrid-6-yl, 
p-(N-morpholino-CH 2 CH 2 0)-benzyl, -CH 2 OI 2 C(0)NH 2 , -CH 2 -imidazol-4-yl, 

25 -CH 2 -(3-tetrahydrofuranyl), -CH 2 -thiophen-2-yL -CH 2 (l-methyl)cyclopropyl, 
-CH 2 -thiophen-3-yl, thiophen-3-yl, thiophen-2-yk -CH 2 -C(0)0-f-butyl, 
-CH 2 -C(CH 3 ) 3 , -CH 2 CH(CH 2 CH 3 ) 2 , 2-methylcycloWentyl, cyclohex-2-enyl, 
-CH[CH(CH 3 )2]COOCH 3 , -CH 2 CH 2 N(CH 3 ) 2 , -CH 2 aCH 3 )=CH 2 , 
-CH 2 CH=CHCH 3 (cis and trans), -CH 2 OH, -CH(OH)CH 3 , -CH(0-f-butyl)CH 3 , 

30 -CH 2 OCH 3 , -(CH^NH-Boc, -(CH J ) 4 NH 2 , -CH 2 -pyridyl\pyridyl, 
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I r naphthyl, -CH 2 -(N-morpholino), /;-(N-morpholino-CH 2 CH 2 0)-benzyl, 
benk>|>]thiophen-2-yl, 5-chlorobenzo[b]thiophen-2-yl, 4,5,6,7- 
tetrahydrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yl, 5- 
cWorobemzo[b]thiophen-3-yl, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH 2 CH 2 \cH 3 , thien-2-yl, thien-3-yl, and the like. 

16. A\method according to any of Claims 1, 2 or 3 wherein the cyclic 
groups defined ^by W and -C(H) P C(=X)- is selected from the group consisting 
of lactones, lactams, thiolactones, thiolactams, heterocyclic and cycloalkyl 
groups. 

17. The method according to Claim 16 wherein the cyclic group defined 
by W and -C(H) p C(=X)\ forms a lactam or thiolactam ring of the formula: 



— C(H) t 



or 
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wherein/? is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 2, Z) q R 21 - and -ZR 21 - 
where^Z is a substituent selected from the group consisting of -0-, -S- and 
>NR 20 , \ach R 20 is independently selected from the group consisting of alkyl, 
alkenyl, allwnyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from l\to 3. 

18. The method According to Claim 17 wherein the lactam ring is 
selected from the group consisting of 




- 758 - 




30 
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10 



15 



lerein A-B is selected from the group consisting of alkylene, alkenylene, 
substituted alkylene, substituted alkenylene and -N=CH-; Q' is oxygen or 

k each V is independently selected from the group consisting of hydroxy, 
acyl, aoyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, arylokv, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the groufi consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyk carboxyl alkyl, cyano, halo, and the like; R b is selected from 
the group consisting of alkyl, substituted alkyl, alkenyl, substituted alkenyl, 
alkynyl, substitutedNalkynyl, acyl, aryl, heteroaryl, heterocyclic, and the like; 
R c is selected from die group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl heteroaryl, heterocyclic, cycloalkyl, and substituted 
cycloalkyl; / is an intege\from 0 to 4; t' is an integer from 0 to 3; and w is an 
integer from 0 to 3. 

19. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=W is a ring of the formula: 



20 



25 



30 



— C(H), 




15 



or 
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10 



— C(H) C 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -0-, -S- and 

20 >NR 20 , each R 20 is indepen|ek$ selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyljcwloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroawl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, aiw unsaturation in the alkenylene and 

25 substituted alkenylene does not involvdjparticipation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



\ 
\ 




10 



15 



20 



25 
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The method according to Claim 19 wherein the alcohol or thiol 
substituted groups is selected from the group consisting of 




wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alWnyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyanb, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalometnyl and the like; R a is selected 
from the group consisting of alkyl, substituted aUcyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, an^ the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. 



30 



21. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)-, forms a ring of thfe formula: 



10 



15 



20 
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wherein p is zero or\pne, T is selected from the group consisting of alkylene, 
substituted alkylene, aUcenylene, substituted alkenylene, -(R 2I Z) q R 2 r and -ZR 21 - 
where Z is a substituenft selected from the group consisting of -O-, -S- and 



>NR 20 , each R 20 is inde 



ently selected from the group consisting of alkyl, 
cycloalkenyl, substituted alkyl, substituted aDcenyl, 



alkenyl, alkynyl, cycloalk^ 
substituted alkynyl, aryl, he^eroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkyleneXalkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not inyolve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



25 22. The method according to Claim 16 wherein the cyclic group defined 

by W, together with -C(H) p C(=X)-, fotms a ring of the formula: 



30 



T 



— C(H) t 



35 



40 
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whterein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 2I Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O, -S- and 
> NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that whei^ Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenyleaie does not involve participation of the -O or -S-, and q is 
an integer of from l\to 3. 



23. The method ^according to Claim 22 wherein the compound of 
formula I is selected froimtlfe group consisting of 





(R")w 



wherein each V is independently selected from tha group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaiyl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitta, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
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from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
aminV carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4;\and w is an integer from 0 to 3. 

24. \ The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) P C(=XK forms a ring of the formula: 



•C(H) 




wherein p is zero or one, T Ik selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, Substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenVl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -6- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



25. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)-, forms a ring of the formula: 
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— C(H) 




wherein p is zero or We, T is selected from the group consisting of alkylene, 
substituted alkylene, aUrenylene, substituted alkenylene, -(R 21 Z\R 2i - and -ZR 21 - 
where Z is a substituent Selected from the group consisting of -0-, -S- and 

indepei 



> NR 20 , each R 20 is i 
alkenyl, alkynyl, cycloalkyl 



^ntly selected from the group consisting of alkyl, 
fcloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, he&rWyl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-,Vny unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



26. The method according to ClaiiA 16 wherein the cyclic group defined 
by W, together with -C(H) P C(=X)-, forms\ ring of the formula: 




— C(H) 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Nz is a substituent selected from the group consisting of -0-, -S- and 
>NR 20 ^each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that wheta Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from lVo 3. 

27. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(Hm:(=X)-, forms a ring of the formula: 

C 

II \ 

O \ 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^Z),^- and -ZR 21 - 
where Z is a substituent selected from the group insisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from u4 group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substitute^ alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, fcach R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in th\ alkenylene and 



- 768 - 




\ 

20 



\ 



25 29. The method according to Claim IS wherein the cyclic group defined 

by W, together with -C(H) P C(=X)-, forms a ring of the formula: 
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10 



— C(H) 




15 



20 



25 



wherein p is zero or one\ T is selected from the group consisting of alkylene, 
substituted alkylene, alkerWlene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR 20 , each R 20 is mdependsWly selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaWl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkeVlene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve\participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

30. The method according to Claim\l6 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)-, forms a\ing of the formula: 



30 



35 



40 



— C(H) 
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wHerein/> is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^ZX^r and -ZR 21 - 
where\Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 ,\each R 20 is independently selected from the group consisting of alkyl, 
5 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted aUcynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenytene does not involve participation of the -O- or -S-, and q is 
10 an integer of from I to 3. 



15 



31. The method, according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) P C(=X)-, forms a ring of the formula: 



20 



— C(H) t 



25 



CH 

NR20R20 



30 



35 



wherein/; is zero or one, T is selected from theWoup consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenVlene, -(R 2, Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR 20 , each R 20 is independently selected from theVroup consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted Vlkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, eafch R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted Wenylene with the 
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proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



20 



32. & pharmaceutical composition comprising a pharmaceutically inert 
carrier and a bharmaceutically effective amount of a compound of formula I: 



10 



15 



W 



Ri ^C Z T- NH 



C(H) t 




wherein R 1 is selected from the group consisting of alkyl, alkenyl, alkynyl, 
25 cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 

alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H) p C(=X)-, ft?nns a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 

30 each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused\rings) with one or more ring 
structures selected from the group consisting o^ cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, ^ turn, each of such ring 

35 structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carbpxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 
alkylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 
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rtamino, N,N-disubstituted alkylamino, -NHC(0)R 4 , -NHS0 2 R 4 , -C(0)NH 2 , 
-C(<WhR 4 , -C(0)NR 4 R 4 , -S(0)R 4 , -S(0) 2 R 4 , -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
where each R 4 is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 





wherein each R 2 is independently selected from the group consisting of alkyl, 



substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula t T-CX'X"C(0)- where T is selected from 
the group consisting of a bond covalefijly linking R 1 to -CX'X"-, oxygen, 
sulfur, -NR 5 where, R 5 is hydrogen, acyl\ alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or %' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1; \ 
ft is an integer equal to 0, 1 or 2; 

p is an integer equal to 0 or 1 such that when ip is zero, the ring defined by 
W and -C(H) p C(=X)- is unsaturated at the carbon atom of ring attachment to Y 

and when p is one, the ring is saturated at the carbonxatom of ring attachment 
to Y, 

with the following provisos: 
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A. when R 1 is 3,5-difluorophenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form a 2- 
(S)-indaW group; 

B. When R 1 is phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and/? is 
1, then W, Wether with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex- 1 -ylWoup ; 

C. when RMs phenyl, Z is -CH 2 C(OK m is 1, n is 0, and p is 1, then W, 
together with >OH and >C=X, does not form a gammabutyrolactone group 
or a 5,5-dimemyl-gWimabutyrolactone group; 

D. when R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >CH arid >C=X, does not form a e-caprolactam group; 

E. when R 1 is cVclopropyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 
and p is 1, then W, together with >CH and >C=X, does not form an N- 
methylcaprolactam group; \ 

F. when R 1 is 4-cMoMbenzoyl-CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m 
is 1, n is 1, and p is 1, then together with >CH and >C=X, does not 
form an 2,3Kimydro-l-memyl-5-wienyl-lH-l,4-benzodiazepin-2-one; 

G. when R 1 is 2-phenylphdnyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and/> is 1, then W, together with >CH and >C=X, does not form an 7- 
methyl-5 ,7-dihydro-6H-dibenz[b ,d]aze^in-6-one ; 

H. when R 1 is CH 3 OC(0)CH 2 -\r 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >,CH and >C=X, does not form an 
2,3^mydro-l-^butylC(0)CH 2 -)-5-(2-pyriayl)-lH-l,4-benzodiazepin-2-one; 

I. when R 1 is 4-ethoxyphenyl, 2,4,Wtrimethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -Ch)c(0)-, m is 1, n is 1, and/? is 1, 
then W, together with >CH and >C=X, does\not form a 2,3-dihydro-l-(iV,iV L 
diemylammo-CH 2 CH 2 -)-5-(2-pyridyl)-lH-l,4-ben^odiazepin-2-one; 

- J. when R 1 is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, n is 1, and/? is 1, then W, together with >CH and >C=X, does not 
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with 1 to 3 alkyl groups. H 

i \ 

33. The pharmaceutical composition according to Claim 32 where, in 
formula I, m is zero. \ 

34. The pharmaceutical composition according to Claim 33 wherein R 1 
is aryl or heteroaryL \ 

35. The pharmaceutical composition according to Claim 34 wherein R 1 
is selected from the group consisting of \ 

(a) phenyl, \ 



(b)\ a substituted phenyl group of the formula: 




PP 



wherein R c is selected from the group consisting of acyl, alkyl, alkoxy, 
alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and wherein R b and R c ate fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
atoms of which from 1 to 3\&re heteroatoms independently selected from the 
group consisting of oxygenJMtrogen and sulfur 

R b and R b ' are independently selected from the group consisting of 
hydrogen, halo, nitro, cyano, tr&alomethyl, alkoxy, and thioalkoxy with the 
proviso that when R c is hydrogem then R b and R b ' are either both hydrogen or 
both substituents other than hydrogen, 

(c) 2-naphthyl, \ 

(d) 2-naphthyl substituted at theU, 5, 6, 7 and/or 8 positions with 1 to 5 
substituents selected from the group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy, aryl, and heteroaryl, 

(e) heteroaryl, and \ 

(f) substituted heteroaryl containing i to 3 substituents selected from the 
group consisting of alkyl, alkoxy, aryl, arwoxy, cyano, halo, nitro/ heteroaryl, 
thioalkoxy, thioaryloxy provided that said substituents are not ortho to the 
heteroaryl attachment to the -NH group. \ 
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36. \ The pharmaceutical composition according to Claim 32 wherein R 1 
is selecteoyfrom the group consisting of mono-, di- and tri-substituted phenyl 
groups. \ 

37. The>pharmaceutical composition according to Claim 36 wherein R 1 
is a disubstituted phenyl selected from the group consisting of 3,5- 
dichlorophenyl, 3,5rdifIuorophenyl 9 3,5-di(trifluoromethyl)-phenyl, 3,4- 
dichlorophenyl, 3,4-difluorophenyl, 3-(trifluoromethyl)-4-chlorophenyl, 3- 
cMoro-4-cyanophenyl, $-cMoro~4-iodophenyl, and 3,4-methylenedioxyphenyl. 

38. The pharmacexmcal composition according to Claim 36 wherein R 1 
is a monosubstituted phenyl selected from the group consisting of 
4-azidophenyl, 4-bromophenyi\ 4-chlorophenyl, 4-cyanophenyl, 4-ethylphenyl, 
4-fluorophenyl, 4-iodophenyl, 4Vphenylcarbonyl)-phenyl, and 4-(l- 

ethoxy )ethy lpheny 1 . 

39. The pharmaceutical composition according to Claim 36 wherein R 1 

\ 

is a trisubstituted phenyl selected from\the group consisting of 3,4,5- 
trifluorophenyl and 3,4,5-tricMorophenyL 

\ 

40. The pharmaceutical composition according to Claim 32 wherein R 1 
is selected from 2-naphthyl, quinolin-3-yl, 2-methy lquinolin-6-y 1 , benzothiazol- 

6-yl, 5-indolyl, and phenyl. \ 

\ 



41. The pharmaceutical composition according to any of Claim 32 
wherein m is one. ^ 

42. The pharmaceutical composition according to Claim 41 wherein R 1 
is selected from the group consisting of phenyl, 1-ndphthyl, 2-naphthyl, 
2-chlorophenyl, 2-fluorophenyl, 2-bromophenyl, 2-hydroxyphenyl, 
2-nitrophenyl, 2-methylphenyl, 2-methoxyphenyl, 2-phenoxyphenyl, 

\ 
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ZStrifluoromethylphenyl, 4-fluorophenyl, 4-chlorophenyl, 4-bromophenyl, 
4-nHrophenyl, 4-methylphenyl, 4-hydroxyphenyl, 4-methoxyphenyl, 
4-ethofcyphenyl, 4-butoxyphenyl, 4-w0-propylphenyl, 4-phenoxy phenyl, 
4-trifluoromethylphenyl, 4-hydroxymethylphenyl, 3-methoxyphenyl, 
3-hydroxyphenyl, 3-nitrophenyl, 3-fluorophenyl, 3-chlorophenyl, 
3-bromopheim, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3-methylphenyl, 
3-trifluoromethWienyl, 2,3-dichlorophenyl, 2,3-difluorophenyl, 2,4- 
dichlorophenyl, 2Vdimethoxyphenyl, 3,4-dichlorophenyl, 3,4-difluorophenyl, 

3.4- methylenedioxy£henyl, 3,4-dimethoxyphenyl, 3,5-difluorophenyl, 

3.5- dichlorophenyl, 3,5^di-(trifluoromethyl)phenyl, 3,5-dimethoxyphenyl, 
2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 3,4,5- 
trifluorophenyl, 3,4,5-trimethoxyphenyl, 3,4,5-tri-(trifluoromethyl)phenyl, 
2,4,6-trifluorophenyl, 2,4,6-tnmethylphenyl, 2,4,6-tri-(trifluoromethyl)phenyl, 
2,3,5-trifluorophenyl, 2,4,5-triflWophenyl, 2,5-difluorophenyl, 2-fluoro-3- 



trifluoromethylphenyl, 4-fluoro-2- 
trifluoromethylphenyl, 4-benzylox 



romethylphenyl, 2-fluoro-4- 
[^nyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chlorophenyl, 2,3,4,5,6-pentafluorophen^l, 2,5-dimethylphenyl, 
4-phenylphenyl, 2-fluoro-3-trifluoromethyip v henyl, adamantyl, benzyl, 
2-phenylethyl, 3-phenyl-/z-propyl, 4-phenyl-Arbutyl, methyl, ethyl, /i-propyl, 

\ 

wo-propyl, uo-butyl, sec-butyl, tert-butyl, «-pentyl, wo-valeryl, n-hexyl, 
cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl\cyclopent-l-enyl, cyclopent-2- 
enyl, cyclohex-l-enyl, -CH 2 -cyclopropyl, -CH 2 -cyolobutyl, -CH 2 -cyclohexyl, 
-CH 2 -cyclopentyl, -CH 2 CH 2 -cyclopropyl, -CH 2 CH 2 -<^clobutyl, 
-CH 2 CH 2 -cyclohexyl, -CH 2 CH 2 -cyclopentyl, pyrid-2-yl^ pyrid-3-yl, pyrid-4-yl, 
fluoropyridyls, chloropyridyls, thien-2-yl, thien-3-yl, be^zothiazol-4-yl, 
2-phenylbenzoxazol-5-yl, furan-2-yl, benzofuran-2-yl, thiWphthen-2-yl, 
thionaphthen-3-yl, thionaphthen-4-yl, 2-chlorothiophen-5-y^ 3-methylisoxazol-5- 
yl, 2-(thiophenyl)thien-5-yl, 6-methoxytbionaphthen-2-yl, 3-phenyl-l,2,4- 
thiooxadiazol-5-yl, 2-phenyloxazol-4-yl, indol-3-yl, l-phenyl-tletraol-5-yl, allyl, 
2-(cyclohexyl)ethyl, (CH 3 ) 2 CH=CHCH 2 CH 2 CH(CH 3 )-, </>C(0)OH 2 -, thien-2-yl- 
methyl, 2-(thien-2-yl)ethyl, 3-(thien-2-yl)-/i-propyl, 2-(4-nitrophenyl)ethyl, 
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2- U-methoxyphenyl)ethyl, norboran-2-yl, (4-methoxyphenyl)methyl, 
(2-methoxyphenyl)methyl, (3-methoxyphenyl)methyl,. (3-hydroxyphenyl)methyl, 
(4-hyd\oxyphenyl)methyl, (4-methoxyphenyl)methyl, (4-methylphenyl)methyl, 
(4-fluorophenyl)methyl, (4-fluorophenoxy)methyl, (2,4-dichlorophenoxy)ethyl, 
(4-chIoropnenyl)methyl, (2-chlorophenyl)methyl, (l-phenyl)ethyl, 
(l-(p-chlorophenyl)ethyl, (l-trifluoromethyl)ethyl, (4-methoxyphenyl)ethyl, 
CH 3 OC(0)ChV, benzylthiomethyl, 5-(methoxycarbonyl)-/i-pentyl, 

3- (methoxycarb<Wl)-n-propyl, indan-2-yl, (2-methylbenzofuran-3-yl), 
methoxymethyl, CH 3 CH=CH-, CH 3 CH 2 CH=CH-, (4-chlorophenyl)C(0)CH r , 
(4-fluorophenyl)C(O^CH 2 -, (4-methoxyphenyl)C(0)CH 2 -, 4-(fluorophenyl)- 
NHC(0)CH r , l-phenV«-butyl, (<£) 2 CHNHC(0)CH 2 CH 2 -, (CH 3 ) 2 NC(0)CH 2 -, 
(0) 2 CHNHC(O)CH 2 CH 2 \ methylcarbonylmethyl, 

(2,4-dimethylphenyl)C(0)GH 2 -, 4-methoxyphenyl-C(0)CH 2 -, phenyl-C(0)CH 2 -, 
CH 3 C(0)N(<£)-, ethenyl, meAylthiomethyl, (CH 3 ) 3 CNHC(0)CH 2 -, 

4- fluorophenyl-C(0)CH 2 -, diphenyimethyl, phenoxymethyl, 
3,4-methylenedioxyphenyl-CH 2 -jWnzo[b]thiophen-3-yl, (CH 3 ) 3 COC(0)NHCH 2 - 
, taz/ts-styryl, H 2 NC(0)CH 2 CH 2 l,\|-trifluoromethylphenyl-C(0)CH 2 , 
<£C(O)NHCH(0)CH r , mesityl, CH 3 W=NHOH)CH 2 -, 4-CH 3 -<*>- 
NHC(0)CH 2 CH r , 0C(O)CH(<^)CH 2 -\(CH 3 ) 2 CHC(O)NHCH(^)-, 
CH 3 CH 2 OCH 2 -, CHaOCCOCHCCHjXCiyr, 2,2,2-trifiuoroethyl, 
l-(trifluoromethyl)ethyl, 2-CH 3 4>enzofurdn-3-yl, 2-(2,4-dichlorophenoxy)ethyl, 
0SO 2 CH 2 -, 3-cyclohexyl-n-propyl, CF 3 O^CH 2 Cli 2 - and N-pyrrolidinyl. 

43. The pharmaceutical composition according to Claim 32 where n is 
one or two, and each R 2 is independently selected from the group consisting of 
alkyl, substituted alkyl, alkenyl, cycloalkyl, aryl,\heteroaryl and heterocyclic. 

44. The pharmaceutical composition according to Claim 43 wherein R 2 
is selected from the group consisting of methyl, ethyl /i-propyl, wo-propyl, 
n-butyl, wo-butyl, sec-butyl, tert-butyl, -CR 1 CH(Cn z (W 3 ) 2 , 2-methyl-/i-butyl, 
6-fluoro-«-hexyl, phenyl, benzyl, cyclohexyl, cyclopentVl, cycloheptyl, allyl, 



- 779 - 



«^t>ut-2-enyl, 3-methylpentyl, -CH 2 -cyclopropyl, -CH 2 -cyclohexyl, -CH 2 CH 2 - 
cycldpropyl, -CH 2 CH 2 -cyclohexyl, -CH 2 -indol-3-yl, /?-(phenyl)phenyl, 
o-fluorophenyl, m-fluorophenyl, /^fluorophenyl, m-methoxyphenyl, p- 
methoxyphenyl, phenethyl, benzyl, m-hydroxybenzyl, /7-hydroxybenzyl, p- 
nitrobenzyk m-trifluoromethylphenyl, /7-(CH 3 ) 2 NCH 2 CH 2 CH 2 0-benzyl, 
^-(CH 3 ) 3 COG(0)CH 2 0-benzyl, />-(HOOCCH 2 0)-benzyl, 2-aminopyrid-6-yl, 
p-(N-morpholiio-CH 2 CH 2 0)-benzyl, -CH 2 CH 2 C(0)NH 2 , -CH 2 -imidazol-4-yl, 
-CH 2 -(3-tetrahydrt>furanyl), -CH 2 -thiophen-2-yl, -CH 2 (l-methyl)cyclopropyl, 
-CH 2 -thiophen-3-ylY tbiophen-3-yl, thiophen-2-yl, -CH 2 -C(0)0-r-butyl, 
-CH 2 -C(CH 3 ) 3 , -CH 2 GH(CH 2 CH 3 )2, 2-methylcyclopentyl, cyclohex-2-enyl, 
-CH[CH(CH 3 )JCOOCk, -CH 2 CH 2 N(CH 3 ) 2 , -CH 2 C(CH 3 )=CH 2 , 
-CH 2 CH=CHCH 3 (cis and trans), -CH 2 OH, -CH(OH)CH 3 , -CH(0-f-butyl)CH 3 , 
-CH 2 OCH 3 , -(CH^NH-Bofc, -(CH 2 ) 4 NH 2 , -CH 2 -pyridyl, pyridyl, 
-CH 2 -naphthyl, -CH 2 -(N-morpholino), /7-(N-morpholino-CH 2 CH 2 0)-benzyl, 
benzo[b]thiophen-2-yl, 5-cMorifl^o[b]tMophen-2-yl, 4,5,6,7- 
tetrahydrobenzo[b] thiophen-2- renzo [b] thiophen-3-y 1 , 5- 
chlorobenzo[b]thiophen-3-yl, benzdTb]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH 2 CH 2 SCH 3 , thien-2-yl, thien-3-yk and the like. 



45. The pharmaceutical composition according to Claim 32 wherein the 
cyclic groups defined by W and -C(H) p C(Xx>- is selected from the group 
consisting of lactones, lactams, tWolactonesAthiolactams, heterocyclic and 
cycloalkyl groups. 



46. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W and -C(H) p C(=X)-, fortns a lactam or thiolactam 
ring of the formula: \ 




wherein/? is zero or one, T is selected from the group consisting of alkylene, 
30 substituted alkylene, alkenylene, substituted alkenylene, -(R^Z)^- and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl\ substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
35 alkylene, substituted alkylene, alkenylene and^ substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsanction in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. \ 




30 
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wherein A-B is selected from the groira consisting of alkylene, alkenylene, 
substituted alkylene, substituted alkenyleke and -N=CH-; Q' is oxygen or 
sulfur; each V is independently selected from the group consisting of hydroxy, 
acyi, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, Wo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethylWd the like; R a is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; R b is selected from 
the group consisting of alkyl, substituted alkyl, alkenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, acyl, aryl, heteroaryl, heterocyclic, and the like; 
R c is selected from the group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloaokyl, and substituted 
cycioalkyl; t is an integer from 0 to 4; V is an integer froip 0 to 3; and w is an 
integer from 0 to 3. 
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48\ The pharmaceutical composition according to Claim 45 wherein the 
cyclic grdup defined by W, together with -C(H) P C(=X)- is a ring of the 
formula: 



or 




wherein p is zero or one, T is selected from the §roup consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^ZX^r and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted ^lkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted ^kenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
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wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkbxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkWl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano\ halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyJ and the like; R a is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, andXthe like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. \ 



50\ The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: \ 




wherein p is zero or one, T is\selected from the group consisting of alkylene, 
substituted alkylene, alkenylene||^bstituted alkenylene, -(R 21 Z) q R 2l - and -ZR 21 - 
where Z is a substituent selecteja tJom the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloaffienyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl arid heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenyleniJ and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. \ 



51. The pharmaceutical composition accokiing to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p c\=X)-, forms a ring of the 
formula: \ 
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wherein p is zero or one\ T is selected from the group consisting of alkylene, 
substituted alkylene, alkenVlene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selecttd-from the group consisting of -O-, -S- and 
> NR 20 , each R 20 is indepeimently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroarVl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, a^y unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



52. The pharmaceutical compositio^ according to Claim 51 wherein the 
compound of formula I is selected from the Woup consisting of 
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10 



15 



O 




wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, Substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, cWboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thio^coxy, trihalomethyl and the like; R a is selected 
from the group consisting cffflalkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and w is an integer from y to 3. 



20 



53. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together ^ith -C(H) p C(=X)-, forms a ring of the 
formula: 



25 



30 



— C(H) 




35 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where^Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 Aach R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alWnyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted aLtonyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that wheikZ is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylefce does not involve participation of the -O- or -S-, and q is 
an integer of from 1 tp 3. 

54. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by w\together with -C(H) p C(=X)-, forms a ring of the 
formula: 



— C(H) C 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^Z)^- and -ZR 21 - 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR 20 , each R 20 is independently selected from the |*roup consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, eaph R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted Wenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
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subsUtuted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

55. \ The pharmaceutical composition according to Claim 45 wherein the 
cyclic groups defined by W, together with -C(H) P C(=X)-, forms a ring of the 
formula: 




15 



20 



25 



30 



wherein p is zero or one, Tjiskelected from the group consisting of alkylene, 
substituted alkylene, alkenylene\substituted alkenylene, -(R 21 Z) q R 2 i- and -ZR 21 - 
where Z is a substituent selected tirom the group consisting of -0-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaxyl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



35 



56. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) P CJ(=XH forms a ring of the 
formula: 



\— C(H) p 
\ c 

\ II 

wherein p is zero or We, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituenti selected from the group consisting of -0-, -S- and 
>NR 20 , each R 20 is indeftendently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkk cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, rllefoaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkyltok alkenylene and substituted alkenylene with the 
proviso that when Z is -O- orVS-, any unsaturation in the alkenylene and 
substituted alkenylene does not Wolve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. \ 

57. The pharmaceutical composition according to Claim 56 wherein the 
compound of formula I is selected frtyn the group consisting of: 



(R 



58A 
cyclic groi 
fonnula; 



The pharmaceutical composition according to Claim 45 wherein the 
p defined by W, together with -C(H) p C(=X)-, forms a ring of the 




wherein p is zero or one, T &%£lected from the group consisting of alkylene, 
substituted alkylene, alkenylene\ substituted alkenylene, -(R 21 Z) q R 2t - and -ZR 21 ~ 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently ^elected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl am heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O or -S-, any ur&aturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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5<8. The pharmaceutical composition according to Claim 45 wherein the 
cyclic gtoup defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: \ 




SH 



wherein/? is zero or one, T isH^ejlected from the group consisting of alkylene, 
substituted alkylene, alkenyle/ie,\substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalke>iyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenyleneVnd substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaWation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. \ 




794 « 

60. \ The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p C(==X)-, forms a ring of the 
formula: \ 



10 



Pi' 



If" ' 



15 




20 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 

25 where Z is a substituent selected from the group consisting of -0-, -S- and 

>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, kibstituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 

30 proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

substituted alkenylene does not involve participation of the -O or -S-, and q is 
an integer of from 1 to 3. 
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6l\ A compound of formula I: 



W 



t1 ^ Z i-NH^ Y i-C(H) f 

m n 




wherein R 1 is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl Substituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H) p C^X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cyclo^ad, or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkeWl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is omionally fused to form a bi- or multi-fused 
ring system (preferably no more thari\5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group Which, in turn, each of such ring 
structures are optionally substituted with l\to 4 substituents selected from the 
group consisting of hydroxyl, halo, alkoxy\ubstituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl\ carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 
alkylamino, N,N-dialkylamino, N-substituted alkVlamino, N-alkyl N-substituted 
alkylamino, N,N-disubstituted alkylamino, -NHC(0)R 4 , -NHS0 2 R 4 , -C(0)NH 2 , 
-C(0)NHR\ -C(0)NR 4 R 4 , -S(0)R 4 , -S(0) 2 R 4 , -S(oVnHR 4 and -S(0) 2 NR 4 R 4 
where each R 4 is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 
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10 



X \s selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyM-H, -OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 



Ul 



m 



15 



20 



25 



30 



wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and\ljjsterocyclic; 



Z is represented by the fo 
the group consisting of a bond do\ 



a -T-CX'X"C(0)- where T is selected from 
ilently linking R 1 to -CX'X"-, oxygen, 
sulfur, -NR 5 where R 5 is hydrogen, Vcyl, alkyl, aryl or heteroaryl group; 
X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro\ or X' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1; 

n is an integer equal to 0, 1 or 2; 

p is an integer equal to 0 or 1 such that When p is zero, the ring defined by 
W and -C(H) p C(=X)- is unsaturated at the carbon atom of ring attachment to Y 
and when/? is one, the ring is saturated at the carbon atom of ring attachment 
to Y, 

with the following provisos: 

A. when R 1 is 3,5-difluorophenyl, R 2 is -CH 3 \ Z is -CH 2 C(0)-, m is 1, n 
is t, and/? is 1, then W, together with >CH and r\c=X, does not form a 2- 
(S)-indanol group; 
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B. \ when R 1 is phenyl, R 2 is -CH 3 , Z is -CH 2 C(OK m is 1, n is 1, and p is 
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-ivyl group; 

C. when R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
5 together with VcH and >C=X, does not form a gammabutyrolactone group 

or a 5,5-dimethyl-gammabutyrolactone group; 

D. when R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and/? is 1, then W, 
together with >CH\*nd >C=X, does not form a e-caprolactam group; 

E. when R 1 ikcyclopropyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 
10 and p is 1, then W, together with >CH and >C=X, does not form an N- 

methylcaprolactam group\ 

F. when R 1 is 4-cMorobenzoyl-CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, rn 
is 1, n is 1, and p is 1, thenW, together with >CH and >C=X, does not 
form an 23-dihydro-l-methylVphenyl-lH-l,4-benzodiazepin-2-one; 

15 G. when R 1 is 2-phenyl^eijyl, R 2 is -CH 3 , Z is -CH 2 C(OK m is 1, n 

is 1, and p is 1, then W, togethfcrjWth >CH and >C=X, does not form an 7- 
methyl-5 J-dihydro-6H-dibenz[b,d]akepin-6-one; 

H. when R 1 is CH 3 OC(0)Ch\, R 2 is -CH 3 , Z is -CH 2 C(OK m is 1, n 
is 1, and/7 is 1, then W, together with\>CH and >C=X, does not form an 

20 23-d%dro-l-^butylC^ 

I. when R 1 is 4-ethoxyphenyl, 2,4)6-trimethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,4,6-trikiorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CHX;(0)-, m is 1, n is 1, and p is 1, 
then W, together with >CH and >C=X, doesW form a 2,3-dihydro-l-(N,iV- 

25 diethylamino-CH 2 CH 2 ^-5-(2-pyridyl)-lH-l,4-ben^diazepin-2-one; 

J. when R 1 is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, n is 1, and/? is 1, then W, together with >CH\and >C=X, does not 

form a 23-dihydro-l-(iV,Ar-die^ 
benzodiazepin-2-one, \ 
30 K. when m is 1 and n is 1, then \ 



— C(H) ( 



C 

II 

X 




does not equal cycloalkw of from 3 to 8 carbon atoms optionally substituted 
with 1 to 3 alkyl groups. 



62. The compound according to Claim 61 where, in formula I, m is 



zero, 



63. The compound according to Claim 62 wherein R 1 is aryl or 
heteroaryl. 



64. The compound according t\j Claim 63 wherein R 1 is selected from 
the group consisting of 

(a) phenyl, 

(b) a substituted phenyl group of the formula: 



R c 



^ 6 






10 



15 



20 
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lerein R c is selected from the group consisting of acyl, alkyl, alkoxy, 
alkylalko^cy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and where^m R b and R c are fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
atoms of which from 1 to 3 are heteroatoms independently selected from the 
group consisting^ of oxygen, nitrogen and sulfur 

R b and R b ' ark independently selected from the group consisting of 
hydrogen, halo, nitro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the 
proviso that when R c \s hydrogen, then R b and R b ' are either both hydrogen or 
both substituents other man hydrogen, 

(c) 2-naphthyl, 

(d) 2-naphthyl substituted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5 
substituents selected from th§ group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy, aryfAand heteroaryl, 

(e) heteroaryl, and 

(f) substituted heteroaryl 'containing 1 to 3 substituents selected from the 
group consisting of alkyl, alkoxy, awl, aryloxy, cyano, halo, nitro, heteroaryl, 
thioalkoxy, thioaryloxy provided thatWid substituents are not ortho to the 
heteroaryl attachment to the -NH groups 

65. The compound according to Clkim 61 wherein R 1 is selected from 
the group consisting of mono-, di- and tri-su^stituted phenyl groups. 



66. The compound according to Claim 65 wherein R 1 is a disubstituted 
25 phenyl selected from the group consisting of 3,5-&ichlorophenyl, 3,5- 

difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, 3,4^dichlorophenyl, 3,4- 
difluorophenyl, 3-(trifluoromethyl)-4-chlorophenyl, ^chloro-4-cyanophenyl, 3- 
chloro-4-iodophenyl, and 3,4-methylenedioxyphenyl. 



30 "67. The compound according to Claim 65 wherein R 1 is a 

monosubstituted phenyl selected from the group consisting W 
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4*azidophenyi, 4-bromophenyl, 4-chlorophenyl, 4-cyanophenyl, 4-ethylphenyl, 
4-flWophenyl, 4-iodophenyl, 4-(phenylcarbonyl)-phenyl, and 4-(l- 
ethoxy)ethy lpheny 1 . 

68. \ The compound according to Claim 65 wherein R l is a trisubstituted 
phenyl selected from the group consisting of 3,4,5-trifluorophenyl and 3,4,5- 
trichlorophenyl. 

69. The compound according to Claim 61 wherein R 1 is selected from 
2-naphthyl, quinolirir3-yl, 2-methylquinolin-6-yl, benzothiazol-6-yl, 5-indolyl, 
and phenyl. \ 

70. The compound according to any of Claim 61 wherein m is one. 

71. The compound ^Wding to Claim 70 wherein R 1 is selected from 
the group consisting of phenyl ,\l-naphthyl, 2-naphthyl, 
2-chlorophenyl, 2-fluorophenyl, 2^bromophenyl, 2-hydroxyphenyl, 
2-nitrophenyl, 2-methylphenyl, 2-mfethoxyphenyl, 2-phenoxy phenyl, 

2- trifluoromethylphenyl, 4-fluorophenVl, 4-chlorophenyl, 4-bromophenyl, 
4-nitrophenyl, 4-methylphenyl, 4-hydroWphenyl, 4-methoxyphenyl, 
4-ethoxyphenyl, 4-butoxyphenyl, 4-wo-prtoylphenyl, 4-phenoxyphenyl, 
4-trifluoromethylphenyl, 4-hydroxymethylphenyl, 3-methoxyphenyl, 

3- hydroxyphenyl, 3-nitrophenyl, 3-fluoropheflyl, 3-chlorophenyl, 
3-bromophenyl, 3-phenoxyphenyl, 3-thiometho^yphenyl, 3-methylphenyl, 
3-trifluoromethylphenyl, 2,3-dichlorophenyl, 2,3\difluorophenyl, 2,4- 
dichlorophenyl, 2,5-dimethoxyphenyl, 3,4-dicMonWienyI, 3,4-difluorophenyl, 

3.4- methylenedioxyphenyl, 3,4-dimethoxyphenyl, 3}6-difluorophenyl, 

3.5- dichlorophenyl, 3,5-di-(trifluoromethyl)phenyl, 3\s-dimethoxyphenyl, 
2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluorophfenyl, 3,4,5- 
trifluorophenyl, 3,4,5-trimethoxyphenyl, 3,4,5-tri-(trifluyomethyl)phenyl, 
2,4,6-trifluorophenyl, 2,4,6-trimethylphenyl, 2,4,6-tri-(trifluoromethyl)phenyl, 
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2B,5-trifluorophenyl, 2,4,5-trifluorophenyl, 2,5-difluorophenyl, 2-fluoro-3- 
trifluoromethylphenyl, 4-fluoro-2-trifluoromethylphenyl, 2-fluoro-4- 
trifluWomethylphenyl, 4-benzyloxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
cWorophenyl, 2,3,4,5, 6-pentafluorophenyl, 2,5-dimethylphenyl, 
4-phenylphenyl, 2-fluoro-3-trifluoromethyIphenyl, adamantyl, benzyl, 
2-phenyletftyl, 3-phenyl-/?-propyl, 4-phenyl-/z-butyl, methyl, ethyl, /i-propyl, 
wo-propyl, zi^-butyl, sec-butyl, /m-butyl, n-pentyl, fso-valeryl, n-hexyl, 
cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-l-enyl, cyclopent-2- 
enyl, cyclohex-l-^nyl, -CH 2 -cyclopropyl, -CH 2 -cyclobutyl, -CH 2 -cyclohexyl, 
-CH 2 -cyclopentyl, -fcH 2 CH 2 -cyclopropyl, -CH 2 CH 2 -cyclobutyI, 
-CH 2 CH r cyclohexylACH 2 CH 2 -cyclopentyl, pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, 
fluoropyridyls, chloropyridyls, thien-2-yl, thien-3-yl, benzothiazol-4-yl, 
2-phenylbenzoxazol-5-yl, Wan-2-yl, benzofuran-2-yl, thionaphthen-2-yl, 



thionaphthen-3-yl, thionapht 
yl, 2-(thiophenyl)thien-5-yl, 
thiooxadiazol-5-yl, 2-phenyl< 



J-yl, 2-chlorothiophen-5-yl, 3-methylisoxazol-5- 
iethoxythionaphthen-2-yl, 3-phenyl-l,2,4- 
)l-4-yl, indol-3-yl, l-phenyl-tetraol-5-yl, allyl, 
2-(cyclohexyl)ethyl, (CH 3 ) 2 CH=CHCH 2 CH 2 CH(CH 3 )^ <£C(0)CH 2 -, thien-2-yl- 
methyl, 2-(thien-2-yl)ethyl, 3-(thienVyl)-w-propyl, 2-(4-nitrophenyl)ethyl, 

2- (4-methoxyphenyl)ethyl, norboran-2Vl, (4-methoxyphenyl)methyl, 
(2-methoxyphenyl)methyl, (3-methoxypBenyl)methyl, (3-hydroxyphenyl)methyl, 
(4-hydroxyphenyl)methyl, (4-methoxypherWl)methyl, (4-methylphenyl)methyI, 
(4-fluorophenyl)methyl, (4-fluorophenoxy)iriethyl, (2,4-dichlorophenoxy)ethyl, 
(4-chlorophenyl)methyl, (2-chlorophenyl)metKVl, (l-phenyl)ethyl, 
(l-(p-chlorophenyl)ethyl, (l-trifluoromethyl)eth\l, (4-methoxyphenyl)ethyl, 
CH 3 OC(0)CH 2 -, benzylthiomethyl, 5-(methoxycarbonyl)-/i-pentyl, 

3- (methoxycarbonyl)-«-propyl, indan-2-yl, (2-methVlbenzofuran-3-yl), 
methoxymethyl, CH 3 CH=CH-, CH 3 CH 2 CH=CH-, V-chlorophenyl)C(0)CH r , 
(4-fluorophenyl)C(0)CH 2 -, (4-methoxyphenyl)C(0)C^ 2 -, 4-(fluorophenyl)- 
NHC(0)CH 2 -, 1-phenyl-n-butyl, (<£) 2 CHNHC(0)CH 2 C^ r , (CH 3 ) 2 NC(0)CH r , 
(0)' 2 CHNHC(O)CH 2 CH 2 -, methylcarbonylmethyl, 



(2,4-dknethylphenyl)C(0)CH 2 -, 4-methoxyphenyl-C(0)CH r , phenyl-C(0)CH 2 -, 
CH 3 C(0)N(*)-, ethenyl, methylthiomethyl, (CH 3 ) 3 CNHC(0)CH 2 -, 
4-fluorophenyl-C(0)CH 2 -, diphenylmethyl, phenoxy methyl, 
3,4-methyleoedioxyphenyl-CH 2 -, benzo[b]thiophen-3-yl, (CH 3 ) 3 COC(0)NHCH 2 - 
, trans-styryk H 2 NC(0)CH 2 CH r , 2-trifluoromethylphenyl-C(0)CH 2 , 
0C(O)NHCH(Wh 2 -, mesityl, CH 3 CH(=NHOH)CH 2 -, 4-CH 3 -0- 
NHC(0)CH 2 Ch\, <£C(O)CH(0)CH 2 -, (CH 3 ) 2 CHC(0)NHCH(<*>)-, 
CH 3 CH 2 OCH 2 -, ckoC(0)CH(CH 3 )(CH 2 ) 3 -, 2,2,2-trifluoroethyl, 
l-(trifluoromethyl)ethyl, 2-CH 3 -benzofiiran-3-yl, 2-(2,4-dichlorophenoxy)ethyl, 
tf>S0 2 CH 2 -, 3-cycloheW-/z-propyl, CF 3 CH 2 CH 2 CH 2 - and N-pyrrolidinyl. 

72. The compound according to Claim 61 where n is one or two, and 
each R 2 is independently selected from the group consisting of alkyl, substituted 
alkyl, alkenyl, cycloalkyl, aMl<iieteroaryl and heterocyclic. 

73. The compound according to Claim 61 wherein R 2 is selected from 
the group consisting of methyl, ethyl, /i-propyl, wo-propyl, 

/i-butyl, iso-butyl, .sec-butyl, rm-bWyl, -CH 2 CH(CH 2 CH 3 ) 2 , 2-methyl-Az-butyl, 
6-fluoro-/i-hexyl, phenyl, benzyl, cyejohexyl, cyclopentyl, cycloheptyl, allyl, 

\ 

wo-but-2-enyl, 3-methylpentyl, -CH 2 -c\yclopropyl, -CH 2 -cyclohexyI, -CH 2 CH 2 - 
cyclopropyl, -CH 2 CH 2 -cyclohexyl, -CHirindol-3-yl, /?-(phenyl)phenyl, 
o-fiuorophenyl, m-fluorophenyl, /?-fluorophenyl, m-methoxyphenyl, p- 

\ 

methoxyphenyl, phenethyl, benzyl, m-hydr^xybenzyl, />-hydroxybenzyl, p- 
nitrobenzyl, m-trifluoromethylphenyl, p-(CH^ 2 NCH 2 CH 2 CH 2 0-benzyl, 
p-(CH 3 ) 3 COC(0)CH 2 0-benzyl, /?-(HOOCCH 2 6)-benzyl, 2-aminopyrid-6-yl, 
/?-(N-morpholino-CH 2 CH 2 0)-benzyl, -CH 2 CH 2 0{O)NH 2 , -CH 2 -imidazol-4-yl, 
-CH 2 -(3-tetrahydrofuranyl) , -CH 2 -thiophen-2-yl, k:H 2 (l-methyl)cycIopropyl, 

v 

-CH 2 -thiophen-3-yl, thiophen-3-yl, thiophen-2-yl, 4CH 2 -C(0)0-r-butyl, 
-CH 2 -C(CH 3 ) 3 , -CH 2 CH(CH 2 CH 3 ) 2 , 2-methylcyclopentyl, cyclohex-2-enyl, 
-CH[CH(CH 3 ) 2 ]COOCH 3 , -CH 2 CH 2 N(CH 3 ) 2 , -CH 2 C(€H 3 )=CH 2 , 
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-C&CH=CHCH 3 (cis and trans), -CH 2 OH, -CH(OH)CH 3 , -CH(0-r-butyl)CH 3 , 
-CH 2 OCH 3 , -(CH^NH-Boc, -(CH 2 ) 4 NH 2 , -CH 2 -pyridyl, pyridyl, 
-CH,-naphthyl, -CH 2 -(N-morpholino), />-(N-morpholino-CH 2 CH 2 0)-benzyl, 
benzo[b]thiophen-2-yl, 5-cMorobenzo[b]thiophen-2-yl, 4,5,6,7- 
tetrahydrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yl, 5- 
chlorobenzo[b]thiophen-3-yl, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH 2 CH,SCH3\ thien-2-yl, thien-3-yl, and the like. 



S3 



I- a.? 



10 



15 
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74. The compound according to Claim 61 wherein the cyclic groups 
defined by W and ^C(H) p C(=X)- is selected from the group consisting of 
lactones, lactams, thtolactones, thiolactams, heterocyclic and cycloalkyl groups. 



75. The compoi 
defined by W and -C(l 
formula: 



According to Claim 74 wherein the cyclic group 
X=X)-, forms a lactam or thiolactam ring of the 



— C(H). 




C 

ii 

o 



NR20 



30 
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or 



t, ; - 



10 



15 



20 



25 




NR2Q 



wherein p is zero or one, T us selected from the group consisting of alkylene, 
substituted alkylene, alkenyle^ substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 



where Z is a substituent selec 
> NR 20 , each R 20 is indepem 



from the group consisting of -O-, -S- and 
y selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cyclbalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve\participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 




30 




sulfur; each V is independently seleWd from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyX alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substitateck alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo\ and the like; R b is selected from 
the group consisting of alkyl, substituted alkylAalkenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, acyl, aryl, heteroaAl, heterocyclic, and the like; 
R c is selected from the group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cVcloalkyl, and substituted 
cycloalkyl; / is an integer from 0 to 4; t' is an integeV from 0 to 3; and w is an 
integer from 0 to 3. \ 



"77. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)- is a ring of thfe formula: 



i ■ ■ 



I. : =i ; 
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or 




wherein p is zero or one, T is selected\from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2 r and -ZR 21 - 
where Z is a substituent selected from the ^group consisting of -0-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O or -S-, and q is 
an integer of from 1 to 3. \ 



40 



78. The compound according to Claim 77 wherdn the alcohol or thiol 

\ 

substituted groups is selected from the group consisting of 



\ 





- 809 -- 



it 

i p 



10 



15 



20 




wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyako, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the group consisting of alkyl, substitutedNalkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, ai^d the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. 



25 





10 
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79. \ The compound according to Claim 74 wherein the cyclic group 
defined by^V, together with -C(H) p C(=X)-, forms a ring of the formula: 



V— C(H). 



NR20 



m 



15 



20 



25 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylW, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independeMjTselected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, tydloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve^articipation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



30 



35 



80. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-,\forms a ring of the formula: 




wWein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where\Z is a substituent selected from the group consisting of -O-, -S- and 
> NR 20 \each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, aikynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted aDcynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that whep Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from ixto 3. 



81. The compound according to Claim 80 wherein the compound of 
formula I is selected froni\the group consisting of 






(R a )w 



wherein each V is independently selected from the jgroup consisting of hydroxy, 

acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 

\ 

substituted alkenyl, alkynyl, substituted alkynyl, aminb, aminoacyl, alkaryl, 
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aryl,Wyloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkcwty, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from theWoup consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carlsoxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and is an integer from 0 to 3. 

82. The Compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) P C(=X)-, forms a ring of the formula: 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from \he group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenylXsubstituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene andNsubstituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. \ 




T 



83. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) P C(=X)-, forms a ring of the formula: 
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v— C(H) 




wherein /? is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkeWene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -0-, -S- and 
> NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyljtyeloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, h^tefoaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -s\ any unsaturation in the alkenylene and 
substituted alkenylene does not invblve participation of the -O- or -S-, and q is 



an integer of from 1 to 3. 



\ 



84. The compound according to\ Claim 74 wherein the cyclic group 
defined by W, together with -C(H) P C(=X)-, forms a ring of the formula: 



— C(H) 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where z\s a substituent selected from the group consisting of -0-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkWl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alftvnyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that wherk Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from lVo 3. 

85. The compound according to Claim 74 wherein the cyclic group 
defined by W, together With -C(H) p C(=X)-, forms a ring of the formula: 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the gWp consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
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substituted alkenylene does not involve participation of the -O- or -S-, and q 
an integer of from 1 to 3 . 

86. V The compound according to Claim 85 wherein the compound of 
formula I is ^selected from the group consisting of: 




87. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-\ forms a ring of the formula: 
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wherein p is zero or oneu T is selected from the group consisting of alkylene, 
substituted alkylene, alkenvlene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent seib^edirom the group consisting of -0-, -S- and 
>NR 20 , each R 20 is indepemeptly selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involv^ participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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88. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)\ forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, \alkenylene, substituted alkenylene, -(R 2l Z)^L 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalKwi cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, HKeroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkyferlfe, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or\-S-, any unsaturation in the alkenylene and 
substituted alkenylene does nonjnvolve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

89. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p O(=X)-, forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
> NR 20 ,\each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that whfen Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of fromvL to 3. 



90. A compound selected from the group consisting of: 
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l-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-aminodibenzosuberane 
1-(R)-(N ' -(3 , 5-difluortohe^ 

l-(S)-(N'-(3,5-difluorop|pw^cetyl)-L-alamnyl)-amino-2«(R)-indanol 

1- (N'-(3,5-difluoropheiiylafcetyl)-L-alaninyl)-amino-2-indanol 

2- (N '-(3 ,5-difluorophenylackyl)-L-alaninyl)-amino-l-cyclohexanol 

HR,S)-(N'-(3 ,5-difluorophe^ 
tetrahydro-2-naphthol 

1 -(N ' -(3 ,5-difluoropheny lacetyl)-^-alaniny l)-aminobenz[f]cycIoheptan-2-ol 

5-[N'-(3,5-difluorophenylacetyl)-L^laninyl]amino-5,7-dihydro-6H- 
dibenzo[a,c]cyclohepten-6-ol 



35 



40 



1- (S)-(N'-(3,5-difluorophenylacetyl)-l}ralaninyl)-aminoindan-2-one 

2- (N '-(pheny lacetyl)-L-alaniny l)aminocyclohexan- 1 -one 

5- [N * -(3 , 5-difluoropheny lacety l)-L-alaniny|] amino-5 , 7-dihydro-6H- 
dibenzo[a,c]cyclohepten-6-one 

3- (N '-(3 ,5-difluorophenylacetyl)-L-alaninyl)-apiino-Y-butyrolactone 
3-(N '-(3 ,4-dichlorophenyl)-L-alaninyl)amino-y*utyrolactone 
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\(N ' -(cyclopenty lacety l)-L-alaniny l)amino- 1 , 1 -dimethy 1-3-ispchromanone 

4- (N/-(3,5-difluorophenylacetyI)-L-alaninyl)amino-l , l-dimethyl-3- 
isochromanone 

5- CN'-C^S-difluorophenylacetyO-L-alaninyOamino-y-butyrolactam 
3-(NX3,5^ifluorophenylacetyl)-L-alaninyI) 

l-benzyl-3-(S\)-(N '-(3 ,5-difluorophenylacetyl)-L-alaniny l)-amino-5- 
valerolactam 

S-N'KS^-difluo^phenylacetyO-L-alaninyOamino^-methyl-e-caprolactam 

3-(N '-(3 ,5-difluoropheny lacetyl)-L-alaninyl)amino- 1,2,3,4- 
tetrahydroquinolin-2Vone 

1 -benzy I-3-(N '-(3 , 5-difluoropheny lacety l)-L-alaninyl)amino- 1,2,3,4- 
tetrahydroquinolin-2-one 



4-(N ' -(3 , 5-difluorophen; 
tetrahydroisoquinolin-3-oije 

4-(N'-(3,5-difluoropheq/yiai 
tetrahydroisoquinolin-3-one 



:tyl)-L-alaninyl)amino-l , 2,3,4- 



*yl)-L-alaninyl)amino-2-benzyl- 1 ,2,3 , 4- 



4-(N'-(3,5-difluorophenylacetxl)-L-alaninyl)amino-l-methyl-l,2,3,4^ 
tetrahydroisoquinolin-3 -one 

4-(N ' -(3 ,5-difluorophenylacetyl)^-alaniny l)amino- 1 -phenyl- 1,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N / -(3,5-difluorophenylacetyl)-L-Vlaninyl)amino-6-fluoro-l,2,^ 
tetrahydroisoquinolin-3-one 

4-(N '-(3 ,5-difluoropheny lacety l)-L-alWnyl)amino-7-fluoro- 1 ,2,3,4- 
tetrahydroisoquinolin-3-one \ 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alani\jy l)amino-2-phenethy 1- 1 ,2 , 3 ,4- 
tetrahydroisoquinolin-3-one 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny i^amino-2-methy 1- 1 ,2 , 3 ,4- 
tetrahy droisoquinolin-3 -one 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)ai^ino-6-pheny 1- 1,2,3 ,4- 
tetrahydroisoquinoIin-3-one 
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^(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-7-phenyl- 1,2,3,4- 
tetrahydroisoquinolin-3-one 

(N'-\3,5-difluorophenylacetyl)-L-alaninyl)-(9-aminofluroren-l-yl) 5- 
lact 

3-(N ' -(pheny lacety l)-L-alaniny l)amino-e-caprolactam 

3-(S)-(N'-\3,5-difluorophenylacetyl)-L-alaninyl)-amino-e-caprolact^ 

3-(S)-(N'-(3^-difluorophenylacetyl)-L-alaninyl)amino-l-benzy^ 
caprolactam 

3-(S)-N '-(3 , 5-d^luoropheny lacety l)-L-alaninyl)amino- 1 -(2-methoxyethy l)-e- 
caprolactam 

3-(S)-(N '-(3 , 5-difluWopheny lacety l)-L-alaninyl)amino- 1 -ethy 1-e-caprolactam 



3-N'-(3,5-difluorophem 



:etyl)-L-alaninyl)amino-5-ethyl-e-caprolactam 



3-N ' -(3 , 5-difluorophei^lacety l)-L-alaniny l)amino-5 -ethy 1-e-caprolactam 

3-N ' -(3 ,5-difluorophenylacWyl)-L-alaninyl-amino)-7-benzy 1-e-caprolactam 

3-(S)-(N '-(3 ,5-difluoropheny l\cetyl)-L-alaniny l)amino- 1 -benzy 1-4,7- 
methano-e-caprolactam 

3-(S)-(N ' -(cyclopenty lacety l)-L-^aninyI)amino- 1 -benzy 1-e-caprolactam 

3-(S)-(N ' -(cyclopenty lacety l)-L-phraylglycinyl)amino- 1 -benzy 1-e- 
caprolactam 

3-(S)-(N ' -(3 » 5-difluoropheny lacety 1)-L^laniny l)amino- 1 -(2-phenethy l)-e- 
caprolactam 

3-(S)-(N ' -(cyclopenty lacety l)-L-pheny lgl^piny l)amino- 1 -(2-phenethy l)-e- 
caprolactam 

3-(N ' -(3 ,4-dichloropheny 1)-D , L-alaniny l)aniino-e-caprolactam 

3-(S)-(N'-(cyclopropy lacety l)-L-phenylglycinyl)amino-l-methy 1-e- 
caprolactam 

3-(N' -(3, 5-difluoropheny lacety l)-L-alaninyl)amino-8-octanelactam 
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V(N '-(3 , 5-difluoropheny lacety l)-L-alaninyl)amino-7-benzy 1- 1,2,3,4- 
tOTahydroisoquinoIin-3-one 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino- 1 -benzyl- 1,2,3, 4- 
tetraWdroisoquinolin-3-one 

4-(N'-&,5-difluorophenylacetyl)-L-alanm^ 
1 ,2,3,4-Wrahydroisoquinolin-3-one 

4-(N ' -(3 , S^iifluoropheny lacety l)-L-alaninyl)amino- 1 -(py rid-2-y 1)- 1,2,3,4- 
tetrahydroisoqumoIin-3-one 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino- 1 -(py rid-3-y 1)- 1,2,3,4- 
tetrahydroisoqumolin-3-one 

4-(N '-(3 , 5-difluoropheny lacety l)-L-alaniny l)amino- l-(py rid-4-y 1)- 1,2,3,4- 
tetrahydroisoquinolih-3-one 

3-[N ' -(3 , 5-difluorophehy lacety l)-L-alaniny 1] -amino- 1 -methyl-2-indolinone 



3 - [N * -(3 , 5-difluoropheny I 
fnms-dihydrocarbostyril 



Jtyl)-L-alaninyl] amino- l-methyl-4-pheny 1-3 ,4- 



3-[N'-(3 ,5-difluorophenylace^l)-L-alaninyl]amino-l-methyl-4-phenyl-3 ,4- 
as-dihydrocarbostyril 

3-[N'-(3,5-difluorophenylacetyl)-\-alaninyl]amino-4-phenyl-3,4-rra/25- 
dihydrocarbostyril 

l-(N'-(3 ,5-difluorophenylacetyl)-L-al^ninyl)amino-3-methyl-l ,3,4,5- 
tetrahydro-2H-3-benzazepin-2-one 

1 -(S)-(N ' -(3 , 5-difluoropheny lacety l)-L-aWiny l)amino-3-ethy 1-4 ' -fluoro- 
1 ,3,4,5-tetrahydro-2H-3-benzazepin-2-onc 

3-(3 ,5-difluoropheny lacety l)amino-l-ethyl-^5-dimethy 1-1 ,3 ,4,5-tetrahydro- 
2H- 1 -benzazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)an^no-l,3,4,5-tetrahydro-2H-l- 
benzazepin-2-one 

S-CN'-CS^-difluorophenylacetyO-L-alaninyOamino^l-benzyl-l^^^- 
tetrahydro-2H-3-benzazepin-2-one 

3-(NXcyclopenty lacety l)amirio-l-e%^ 
1 -benzazepin-2-one 
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V(S)-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino- 1 -methyl- 1,3,4,5- 
tefcrahy dro-2H- 1 -benzazepin-2-one 

3-(NV(3 ,5-difluorophenylacety l)-L-alaniny l)amino- 1 , 5-dimethyl- 1 ,3 ,4,5- 
tetrahydro-2H- l-benzazepin-2-one 

3-(3,5-diWorophenylacetyl)amino-l ,5-dimethyl-l ,3A5-tetrahydro-2H-l- 
benzazepinr2-one 

3-(S)-(N 9 -(3 }S-difluoropheny lacety l)-L-alaniny l)amino- 1 -methy 1-5-oxa- 
l,3,4,5-tetrahydro-2H-l-benzazepin-2-one 

3-(S)-(N ' -(3 , 5-aifluoropheny lacety l)-L-alaniny l)amino- 1 -ethy 1-5-oxa- 
1,3,4,5 -tetrahy drfo-2H- 1 -benzazepin-2-one 

3-(S)-(N '-(3,5 -difluWopheny lacety l)-L-alaniny l)amino- 1 -methy 1-5-thia- 
1,3,4,5 -tetrahy dro-2H~ 1 -benzazepin-2-one 

5-{N'-(3 ,5-difluorophenylacetyl)-L-alaninyl}-amino-3 ,3-dimethyl-5 ,7- 
dihy dro-6H-benz [b] azepm-6-one 

5- {N ' -(3 , 5-difluoropheny laMe^i-alaiiiny 1 } amino-3 , 3 , 7-trimethy 1-5 ,7- 
dihydro-6H-benz [b] azepin-fe-one 

5-{N'-[(S)-3,5-difluoromandel^|]-L-alaninyl}amino-3,3,7-t^ 
dihydro-6H-benz[b] azepin-6-one\ 



l-(N'-(3,5-difluorophenylacetyl)-L^laninyl)amino-5-phenyl-l, 3,4,5- 
tetrahydro-2H-3-benzazepin-2-one \^ 

3-(N ' -(3 ,5-difluorophenylacety l)-L-al^my l)amino- 1-ethy 1-5 ,5-dimethyl- 
1 ,3 ,4,5-tetrahydro-2H- 1 -benzazepin-2-otie 

5-(S)-[N*-(3,5-difluorophenylacetyl)-L-alai^yl]amino-7-methyl-5,7- 
dihydro-6H-dibenz [b , d] azepin-6-one \ 

5-(S)-[N'-((S) and (R)-3,5-difluorophenyl-a-Wdroxyacetyl)-L- 
alaninyl]amino-7-methyl-5,7-dihydro-6H-dibenztb,d]azepin-6-one 

5- (S)- [N ' -(3 , 5-difluoropheny 1-a-ketoacety l)-L-alapiny 1] amino-7-methy 1-5 , 7- 
dihy dro-6H-dibenz [b ,d] azepin-6-one \^ 

5-(S)- [N' -(3 , 5-difluoropheny lacety l)-L-valinyl] amin^-7-methy 1-5 ,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-(S)-[N'-(3,5-difluorophenylacetyl)-L-r^/t-leucinyl]amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one \ 
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>-(S)-[N ' -((S)-3 , 5-difluoropheny l-a-hy droxy acety 1)-L- valiny 1] amino-7- 
iethyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-^)-[N'-((S)-3,5-difluorophenyl-a-hydroxyacetyl)-L-rerf-leucinyl]amino-7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-[N*V3, 5-difluoropheny lacetyl)^ 
dihydror6H-dibenz[b,d]azepin-6-one 

5 - [N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl] amino-7-(methy lcarboxy late)- 
5 J-dihydro-6H-dibenz[b,d]azepin-6-one 

5- [N ' -(3 , 5-difluoropheny ^ 

butanoy l)-5 , 7-aihydro-6H-dibenz [b , d] azepin-6-one 

5-[N , -(3,5-difluorophenylacetyl)-L-alaninyl]amino-7-(morpholinylacetyl^ 
5 J-dihydro-6H-dibenz[b,d]azepin-6-one 

5-(S)-(N'-((S)-(+)-2-mdrray-3-methylbutyiyl)-L-al^^ 
5 ,7-dihydro-6H-dibenz[b,a]azepin-6-one 



5- [N * -cy clopenty l-ce-hy d^ 
6H-dibenz[b ,d] azepin-6^>ne) 



acety 1)-L- valiny 1] amino-7-methy 1-5 , 7-dihydro- 



5-(S)-(N'-((S) and (R)-33-dimWyl-2-hydroxybutyryl)-L-alaninyl)amino-7- 
methy 1-5 , 7-dihydro-6H-dibenz [b>d] azepin-6-one 

5- [N * -cyclopenty 1-a-hy droxyacety lM--tert-leuciny 1] amino-7-methy 1-5,7- 
dihydro-6H-dibenz[b ,d]azepin-6-one 

5-[N'-cyclopentyl-a-hydroxyacetyl)-L-^aninyl]amino-7-methyl-5,7-dihydro- 
6H-dibenz[b ,d]azepin-6-one 

5-[N'-(3,5-difluorophenylacetyl)-L-alaninyl\amino-5 J-dihydro-6H,7H- 
dibenz [b , d] azepin-6-one 



5-[N * -(3 ,5-difluoropheny lacety l)-L-alaniny 1] an^no-7-(2-methy lpropy l)-5 , 7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-[N , -(2-hydroxy-3-methylbutyryl)-L-valinyl]ami^9-7-methyl-5,7-dihydro- 
6H-dibenz[b , d] azepin-6-one 

5-(S)-[N'-((S and R)-2-hydroxy-3,3-dimethylbutyryl)\L- valiny l]amino-7- 
methyl-5 J-dihydro-6H-dibenz[b,d]azepin-6-o»e 

5-{N'-(4-phenyl-furazan-3-yl)alaninyl}-amino-7-methyl-^,7-dihydro-6H 
dibenz [b , d] azepin-6-one 
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S-{N'-(3,5-difluorophenylac^ 
sxahy dro-6H-dicy clohexy 1 [b , d] azepin-6-one 

5-{N^-(3 ,5-difluorophenylacetyl)-L-alaninyl}amino-7-phenbutyl-5 ,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-{N'-(3\^-difluorophenylacetyl)-L-alaninyl}amino-7-cyclopropymethyl-5 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(3,5-^uo^ophenylacetyl)-L-alaninyl}amino-7-(2^2^2 , - 
trifluoroethyl|S5,7-dihydro-H-dibenz[b,d]azepin-6-one 

5-{N , -(3,5-difluOTophenylacetyl)-L-alaninyl}amino-7-cyclohexyl-5 5 ^ 
dihy dro-6H-dibenzf b , d] azepin-6-one 

5-{N'-[(S)-3,5-diflu<^omandelyU^ 
dihydro-6H-dibenz[b,a]azepin-6-one 

5-{N*-[(S)-3 ,5-difluoromandelyl]-L-alaninyl}-amino- 13-fluoro-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-[(S)-3,5-difluoromandk^L-alaninyl}amino-10-^^ 
dihydro-6H-dibenz[b4]^epii&-c i 

5-{N ' -[(S)-3 , 5-difluoromandely l]^L-alaninyl}amino-7-cyclopropylmethy 1- 
5J-dihydro-6H-dibenz[b4]azepin\6-one 

5-{N ? -[(S)-3,5-difluoromandelyl]-L-^aninyl}amino-7-phenbutyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyU 
6H-dibenz [b ,d] azepin-6-one 

5-{NH(S)-3,5-difluoromandelyl]-L^ 
dibenz [b ,d] azepin-6-one 

5- {N * - [(S)-3 ,5-difluoromandelyl] -L-valinyl}amin\>- 10-fluoro-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-valinyl}amino-\3-fluoro-7-methyl-5 
dihydro-6H-dibenz [b , d] azepin-6-one 

5-{N , -[(S)-3,5-difluoromandelyl]-L-valinyl}amino-9-lpuoro-7-methy 
dihydro-6H-dibenz[b,d]azepin-6-one 
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3WN'-(3,4-methylenedioxyph 

methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(N * -(2-methoxyphenoxyacety l)-L-alaniny l)amino-2 ,3-dihy dro- 1 -methy 1-5- 
pherM- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-\4-isopropylphenoxyacetyl)-L-alam^ 
phenyl-IH-1 ,4-benzodiazepin-2-one 

3-(N 9 -(etnoxyacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 1 H- 
1 ,4-benzocnazepin-2-one 

3-(N , -(4-phe^xyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-me^ 
phenyl- 1H- 1 ,4\benzodiazepin-2-one 

3-(N'^4-ethoxy*enylacetyl)-L-alaninyl)amino-2,3-dihydro- 
pheny 1- 1 H- 1 ,4-beWodiazepin-2-one 

3-(N'-(2,5-dimethox\phenylacetyl)-L-alaninyl)amino-2,3-d^ 
5-phenyl- 1 H- 1 ,4-benzbdiazepin-2-one 

3-(NX3,5-difluorobenz<m)-L-ala^ 
phenyl- 1H- 1 ^-benzodiazemn-^-one 



3-(N'-(o-tolylacetyl)-L-alan^I 
1 ,4-benzodiazepin-2-one 



amino-2,3-dihydro-l-methyl-5-phenyl-lH- 



3-(N'-(3,3-diphenylpropionyl)-L^laninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-oi 

3-(N ' -(3-phenoxypropiony l)-L-alanin^l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

3 -(N * -(indole-3 -acety l)-L-alaniny l)aminc^2 , 3 -dihydro- 1 -methy 1-5-pheny 1- 1 H- 
1 ,4-benzodiazepin-2-one \ 

3-(N ' -(4-(trifluoromethy l)pheny lacety l)-L-4aniny l)amino-2 , 3-dihydro- 1- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-onfe 



3-(N '-((4-methy lphenoxy)acety l)-L-alaniny l)ai^ino-2 , 3-dihydro-l -methy 1-5- 
pheny 1-1 H-l t 4-benzodiazepin-2-one 

3-(N ' -(4-(hy droxy methy l)phenoxy acety l)-L-alani^y l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l 5 4-benzodiazepin-2-one 

3-(N'-(2-phenoxyphenylacetyl)-L-alaninyl)amino-2^-dihydro-l-methyi-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 
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r(N ' -(3-phenoxypheny lacety l)-L-alaniny l)amino-2 ,3-dihydro- 1 -methyl-5- 
pneny 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3 ,4-dichlorophenoxyacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(4-fluorophenoxyacetyl)-L-alaninyl) 
phenyl- lH- 1 ,4-benzodiazepin-2-one 

3-(N*-(m^ylthio)acetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-ph^ 
1H-1 ,4-ber*zodiazepin-2-one 

3 -(N * -(methoxyacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 1H- 
1 ,4-benzodiazeypin-2-one 

(S)-3-(N'-(phentoyacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phe 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(phenylacetyl)-L-alaninyl)amino-2^-dihydro-l-methyl- 
1H-1 ,4-benzodiazepm-2-one 

(S)-3-(NX2-phenoxybti^l)-^ 
phenyl- 1H- 1 ,4-benzodiazegin^2-one 

(S)-3-(N'-(3-methoxyptoen|ixyacetyl)-L-alaninyl)amino-2,3-dihyd 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-(trifluoromethyl)Wnylacetyl)glycinyl)-L-alaninyl)am^ 
dihydro- 1 -methy 1-5 -phenyl- lH-^ , 4-benzodiazepin-2-one 

(S)-3-(N , -(4-butoxyphenylacetyl)^-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-onfc 

(S)-3-(N'-(3-(2-methoxyphenyl)propibnyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5 -phenyl- 1 H- 1 ,4-benzodiazepik-2-one 

(S)-3-(N * -(4-fluoropheny lacety l)-L-alani\^y l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1-1 H-l ,4-benzodiazepin-2-one 

(S^S-CN'-CisopropoxylacetyO-L-alaninyOa^ino^^-dihydro-l-methyl-S- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(l-phenyl-lH-tetrazole-5-acetyl)-L-\laninyl)amino-2,3-d^^^ 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N t -(3-(3 ) 4-methylenedioxyphenyl)propior^l)-L-alaninyl)amino-2,3- 
dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepinV2-one 



827 - 



(S)-3-(N ' -(3-cyclopenty lpropiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methyl- 
5-bhenyl-lH-l ,4-benzodiazepin-2-one 

(S)-V(N ' -(2-cycIopentene- 1 -acetyl)-L-alaniny l)amino-2,3-dihydro- 1 -methyl- 
5-phVny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(2-chloro-6-fluorophenylacetyl)-L-alaninyl)amino- 
methyl-5\phenyI-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(Wlohexy lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- l\4-benzodiazepin-2-one 

(S)-3-(NX2,5-iiifluoropte 
methyI-5-phenyl\lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(pentafliVophenoxyacetyl)-L-alaninyl)amino-23-dihydr^ 
methyl-5-phenyl-lHAl,4-benzodiazepin-2-one 

(S)-3-(N'-(3,5-dimethytohenoxyacetyl)-L-alaninyl)amino-23-^ 
methyl-5-phenyl-lH-l,4*enzodiazepin-2-one 

(S)-3-(N ' -(4-chloropheny lai^ety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepiH^pne 

(S)-3-(N'-(3-cMorophenoxyafc£^^ 
5 -phenyl- 1 H- 1 ,4-benzodiaz^pift^-one 

(S)-3-(N'-(benzo[b]thiophene-3-ac^ 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazebin-2-one 

(S)-3-(N'-(benzoylfonnyl)-L-ate^^ 
1 H- 1 , 4-benzodiazepin-2-one \ 

(S)-3-(N ? -(3,5-dimethoxyphenylacetyl)-L\alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-dne 

(S)-3-(N'-(2,5-dimethylphenylacetyl)-L-alamnyl)amino-2,^ 
methyl-5-phenyMH- 1 ,4-benzodiazepin-2-one\ 

\ 

(S)-3-(N '-(2 ,6-difluorophenylacetyl)-L-alaninyl)amino-2, 3-dihydro- 1 - 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(2,4-difluorophenylacetyl)-L-alaninyl)arkino-2,3-dihydro-l- 
. methyl-5-phenyHH- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(mesitylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
1 H- 1 , 4-benzodiazepin-2-one \ 
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($>-3-(N ' -(4-bipheny lacety l)-L-alaniny l)amino-2 , 3 -dihy dro- 1 -methy 1-5- 
phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3 ,4-difluoropte^ 
methjd-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(FT -(trans-styry lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-ta-benzoylpropionyl)-L-alan^ 
phenyl- lH-l ? 4-benzodiazepin-2-one 

(S)-3-(N * -(traAs-3-hexenoy l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N^heptanW)-L-ate^ 
1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(4-meth^henyl)propionyl)-L-alaninyl)amino-23-dihydr^^ 
methyl-5-phenyl-lH-l,Vbenzodiazepin-2-one 

(S)-3-(N , -(3-(4-cMoroph^mpropionyl)-L-alaninyl)amino-23-d^ 
methy 1-5-phenyl- 1 H- 1 ,4-b^hi odiazepin-2-one 



(S)-3-(N'-(3-phenylbutyr)^ 
phenyl- 1H- 1 ,4-benzodiazepin-4-one 

(S)-3-(N' -(4-(4-methoxypheny l)butyry l)-L-alaniny l)amino-2,3-dihydro- 1 - 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-methoxycarbony lpropi^ny l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepiii-2-one 

(S)-3-(N'-(4-phenylbutyiyl)-L-alaninyl)Wino-2,3-dihydro-l-methyl-5- 
pheny 1- 1H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N , -(3-(benzylthio)propionyl)-L-ala^nyl)amino-2,3-dihydro-l-methyl- 
5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(3-methylpentanoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 , 4-benzodiazepin-2-one \ 

(S)-3-(N'-(6-methoxycarbonylheptanoyl)-L-alaMnyl)amino-2,3-dihydro-l- 
- methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

(S)-3-(N , -(2-indanylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
pheny I- 1 H- 1 , 4-benzodiazepin-2-one 
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% ■ 

n 



10 



15 



20 



25 



30 



35 



40 



45 



(SY3KN'K4-methoxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl- 
5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-chlorophenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl- 
5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-\2-thiopheneacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3KN'-(3-tofluoromethyl)phenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-toly ldcety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methyl-5-phenyl- 
1H- 1 ,4-benzodiazepui-2-one 

(S)-3-(N'-(2,6-difluor^andelyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3^N'-(-(4-methoxyphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl- 1H- 1 ,4-behzodiazepin-2-one 



(S)-3-(N'-(3,5-difluorophenyl) 
methy 1-5-phenyl- 1H- 1 ,4-benz< 



sepm 



alaniny l)amino-2 , 3-dihydro- 1 ■ 
in-2-one 



(S)-3-(N'-(m-tolyIacetyl)-L-alani%l)amino-2,3-dihydro-l-methyl-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-fluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 




iyl)amino-2,3-dihydro-l-methyl- 



o-2 ,3-dihydro-l -methyl-5- 



(S)-3-(N'-(4-chlorophenoxyacetyl)-L-al 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-naphthylacetyl)-L-alaninyl) 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 



(S)-3-(N'-(3-cWorophenylacetyl)-L-alaiiinyl)art|ino-2,3-dihydro-l-methyl-5- 
phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(3-methylphenoxyacetyl)-L-alaninyl)an\ino-2,3-dihydro-l-methyl- 
5-phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N'-(3,4-methylenedioxyphenylacetyl)-L-alai^nyl)amino-2,3-dihydro- 
l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(2-methoxyphenoxyacetyl)-L-alaninyl)aminp-2,3-dihydro-l- 
methyl-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 
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(S)-3-(N * -(4-isopropy lphenoxy acety l)-L-aIaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-{^'-(4-phenoxyphenyla^ 
5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N * Hfoheny lmercaptoacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-\,4-benzodiazepin-2-one 

(S)-3-(N * -(4-ettioxyphenyIacetyl)-L-alaninyl)amino-2 ,3-dihydro- 1 -methy 1-5- 
phenyl- 1H-1 ,4^enzodiazepin-2-one 

(S)-3-(NM2,5-dimethoxyphenylacetyl)-L^ 
methy 1-5-phenyl- lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N * ~(o-tolylaceM)-L-alaninyl)amino-2 ,3-dihydro- 1 -methyl-5-phenyl- 
1H-1 ,4-benzodiazepin^2-one 

(S)-3-(NX3,3-diphenylpW 
phenyl-lH-1 ,4-benzodiazepin-2-one 



(S)-3-(N' -(3-phenoxypropioi 



)-L-alaniny l)amino-2 , 3 -dihydro- 1 -methy 1-5- 



phenyl- 1 H- 1 ,4-benzodiazepmV l=&m 

(S)-3-(NXindole-3-acetyl/-L-d^ 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-(trifluoromethy l)pheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(3,5-bis(trifluoromethyl)ph^nylacetyl)-L-alaninyl)amino-2,3- 
dihydro- 1 -methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2-phenoxypheny lacety l)-L-alipinyl)amino-2 , 3-dihydro- 1 -methy 1- 
5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-phenoxypheny lacety l)-L-alani^y l)amino-2, 3-dihydro- 1 -methy 1- 
5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N , -(4-fluorophenoxyacetyl)-L-alaniny^amino-2,3-dihydro-l-methyl-5 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,4-dicUorophenylacetyl)-L-alaniny^)amino-2 > 3-dihydro-l- 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-((methylthio)acetyl)-L-alaninyl)amino-^,3-dihydro-l-methyl-5- 
phenyl- 1H-1 ,4-benzodiazepin-2-one 
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(&)-3-(N' -(4-fluoromandely l)-L-aIaniny I)amino-2 , 3 -dihydro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(4-thionaphthenacetyl)-L-alaninyl)amino-2,3-dihydro-l-m 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N* -(methoxy acety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methyl-5-pheny 1- 
1H-1 ,4-fcenzodiazepin-2-one 

(S)-3-(N'^ethoxyacetyl)-L-alaninyl)ami^^ 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-mdolepropionyl)-L-aIaninyl)amino-2,3-dihydro-l-methyl^ 
phenyl-lH-1 ,4rbenzodiazepin-2-one 

(S)-3-(N'-(3-(2-6hloropheny l)propionyl)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 



(S)-3-(N'-(butyryl)4-; 
1 ,4-benzodiazepin-2-oyfe 



niny l)amino-2, 3-dihydro- 1 -methy 1-5-pheny 1- 1 H- 



(S)-3-(N , -(hexanoyI)-Olaninyl)amino-23-dihydro-l-m^ 
1 ,4-benzodiazepin-2-^one' 

(S)-3-(N , -(5-phenylpentanok)-L-alaninyl)amino-2 ,3-dihydro- l-methyl-5- 
pheny 1- 1H- 1 ,4-benzodiazepiiTT2-one 

(S)-3-(N * -(4-(2-thienyl)butyryipL-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1-1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-nitrophenoxy acety l)-L^laninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N 9 -(3-(3-methoxyphenyl)propioiwl)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-beiizodiazepin-2-one 

(S)-3-(N'-(5-methylhexanoyl)-L-alaninyl)^ino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(hydrocinnamy l)-L-alaniny Oamino-^, 3-dihydro- 1 -methy 1-5-pheny 1- 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(octanoyl)-L-alaninyl)amino-2,3-dihyd\o-l-methyl-5-phenyl-lH- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(3-hydroxyphenyI)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 
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5)-3-(N'-(3-(4-hydroxyphenyl)propionyl)-L-alaiunyl)amino-2,3-dihyciro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-W*-(3 A5-trifluorophe^ 

methy l-5^phenyl- 1 H- 1 ,4-benzodiazepin-2~one 

(S)-3-(N * -(5-Wdantoinacety l)-L-alaniny I)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4^benzodiazepin-2-one 

(S)-3-(N' -(cyclop^tylacetyl)-L-alaninyl)amino-2 ,3-dihydro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N > -(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-2,3-^ 
methy 1-5-pheny 1- 1H- 1 , 4\benzodiazepin-2-one 

(S)-3-(N '-(2-methy l-3-Ben^furanacetyl)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1H- 1 ,4-benkodiazepin-2-one 



(S)-3-(N ' -(propiony l)-L-alaniny|)2 
1 ,4-benzodiazepin-2-one 



iino-2 , 3-dihydro- 1 -methyl-5-phenyl-lH- 



(S)-3-(N '-(cyclopropylacetyi)-l/^ 
phenyl- 1H- 1 ,4-benzodiazepin-2-one> 

(S)-3-(N'-(3-methoxypropionyl)-L-ala^nyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N* -(5-(thieny l)pentanoy l)-L-alaninj^)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1-1 H-l ,4-benzodiazepin-2-one 

(S)-3-(N , -(3-(4-fluorophenyl)propionyl)-L-alyiinyl)amino-2,3-dihydro-l- 
methyl-5-phenyl- 1H-1 ,4-benzodiazepin-2-one> 

(S)-3-(N ' -(3-(4-fluorophenoxy)propiony 1 )-L-alatjiny l)amino-2 , 3 -dihydro- 1 - 
methyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-norbornaneacetyl)-L-alaninyl)amino-2\3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,3-difluoromandelyl)-L-alaninyl)amino-2,Vdihydro-l-methyl-5- 
pheny HH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(3-pentenoyl)-L-alaninyl)amino-23-dihydro-l^riethyl-5-phenyl- 
1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -{4-(2 ,4-dichlorophenoxy)butyryl)-L-alaniny l)ami\jo-2,3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 
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(^)-3-(N'-(2,3-dichlorophenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
metiiyl-5-phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3^(N'-(3-(4-chlorobenzoyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-!§-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-^-fluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5 
phenyl- lH-iV4-benzodiazepin-2-one 

(S)-3-(N'-(2-(4Wanophenoxy)-2-methyl propionyl)-L-alaninyl)amino-2,3- 
dihydro-l-methyl\5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(2-nitropn^nylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-l,4-benzo^iazepin-2-one 

(S)-3-(N'-(4-(hydroxymWyl)phenoxyacetyl)-L-alaninyl)amino-2,3-dihydro 
l-methyl-5-phenyl-lH-l,4rbenzodiazepin-2-one 

(S)-3-(N'K2-fluorc^3-(triflu^omethyl)phenylacetyl)-L-alaninyl)amino-2,3- 
dihydro- l-methyl-5-phenyl-lI^-l j4-benzodiazepin-2-one 

(S)-3-(N'-(2,4,6-trifluorophen^ctt^-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benz^lia±epin-2-one 

(S)-3-(N'-(4-fluoro-2-(trifluoromethXl)phenylacetyl)-L-alaninyl)amino-2,3- 
dmydro-l-methyl-5-phenyl-lH-l,4-baizodiazepin-2-one 

(S)-3-(N'-(4,4,4-trifluorobutyryl)-L-ala^nyl)amino-2,3-dihydro-l-methyl-5 
phenyl-lH- 1 ,4-benzodiazepin-2-one \^ 

(S)-3-(N'-(2-fluoro-4-(trifluoromethyl)phenyjacetyl)-L-alaninyl)amino-2,3- 
dihydro-l-methyl-5-phenyl-lH-l,4-benzodia^in-2-one 

(S)-3-(N^(4-bromophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(3-(4-fluorobenzoyl)propionyl)-L-alaniny x l)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one \ 

(S)-3-(N'-((2-methylphenoxy)acetyl)-L-alaninyl)aminy2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one \ 

(S)-3-(N'-(4-methoxyphenoxyacetyl)-L-alaninyl)amino-2.,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(3-(phenylsulfonyl)propionyl)-L-alaninyl)amino\2,3-dihydro-l- 
methy I-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 
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i£S)-3 -(N ' -(2-methoxypheny lacety l)-L-alaniny l)amino-2 ,3 -dihydro- 1 -methyl- 
5^phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3v(N ' -(2-bromopheny lacety l)-L-alaninyi)amino-2 ,3 -dihydro- 1 -methyl-5- 
phenyV 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N\-(p-isopropyl phenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(^pentenoyI)-L-alam^ 
1H-1 ,4-benzqdiazepin-2-one 

(S)-3-(N*-(4-h^roxyphenoxyacetyl)-L-alaninyI)amino-23-da^ 
methy 1-5-pheny 1^ 1 H- 1 , 4-benzodiazepin-2-one 

\ 

(S)-3-(N'-(4-oxopentanoyl)-L-alaninyl)amino-23-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(NM2-hydroxyp^enylacetyl)-L-al^^ 
5-phenyl-lH-l ,4-benzod.iazepin-2-one 

(S)-3-(N' -(3 ,4-dimethoxyp^nylacetyl)-L-alaninyl)amin^ 
methy 1-5-pheny 1-1 H- 1 ,4-bp; ^gdKCzepin-2-one 




(S)-3-(N * -(3-(4-methoxyt^ni6yl)propionyl)-L-alaniny l)amino-2 , 3-dihydro-l - 
methy 1-5-pheny 1-1 H- 1 ,4-benzo&iazepin-2-one 

(S)-3-(N'-(thiophene-3-acetyl)-L-Vlaiiinyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-onfe 

\ 

(S)-3-(N ' -(6-phenylhexanoyl)-L-alami^yl)amino-2,3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one \ 

(S)-3-(N ' -(isovalery l)-L-alaniny l)amino-2* 3-dihy dro- 1 -methy 1-5-pheny 1- 1 H- 
1 ,4-benzodiazepin-2-one \ 

(S)-3-(N ? -(2 , 3 ,5-trifluoropheny lacety l)-L-alininyl)amino-2 , 3-dihydro- 1 - 

methyl-5-phenyl-lH-l,4-benzodiazepin-2-one v 

\ 

(S)-3-(N* -(2 ,4,5-trifluoropheny lacety I)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

(S)-3-(N , -(l-adamantaneacetyl)-L-alaninyl)amino ^,3-dihydro-l-methyl-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one \ 

\ 

(S)-3-(N , -(cyclohexanepentanoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one ^ 

\ 
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lS)-3-(N'-(2-thiopheneacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l-methyl- 
5^phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3\(N'-(3-(trifluoromethyl)phenylacetyl)-L-phenylglycinyl)amino-2,3- 
dihydr^-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'V3,5-difluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methyl-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)0-(N'-(3-te^ylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-fluor6phenylacetyl)-L-phenylglycinyI)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH\l,4-benzodiazepin-2-one 

(S)-3-(N'-(3-bromophe^lacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methy 1-5-phenyl- 1 H- 1 ,4*enzodiazepin-2-one 

(S)-3-(N' -(3-chlorophenyla6etyl)-L-phenylglycinyl)amino-2, 3-dihydro- 1 - 
methy 1-5-phenyl- 1 H- 1 ,4-ben2sfi<aiazepin-2-one 

(S)-3-(N'-(3,4-methylenediokypftenylacetyl)-L-phenylglycinyl)amino-2,3- 
dihydro-l-methyl-5-phenyI-lH-l}4-benzodiazepin-2-one 

(S)-3-(N'-(phenylmercaptoacetyl)-D^henylglycinyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepW2-one 

(S)-3-(N'-(acetyl)-L-phenylglycinyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(3,5-bis(trifluoromethyl)phenylacsetyl)-L-phenylglycinyl)amino- 
2,3-dihydro-l-methyl-5-phenyl-lH-l,4-benapdiazepin-2-one 

(S)-3-(N'-((methylthio)acetyl)-L-phenylglyciny)amino-2,3-dihydro-l- 
methyl-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(phenoxyacetyl)-L-phenylglycinyl)amiko-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(phenylacetyl)-L-phenylglycinyl)amino-2Vdihydro-l-methyl-5- 
phenyl-lH-l,4-benzodiazepin-2-one \ 

(S)-3-(N'-(cyclohexylacetyl)-L-phenylglycinyl)amino-2v3-dihydro-l-methyl- 
. 5-phenyl-lH-l,4-benzodiazepin-2-one \^ 

(S)-3-(N'-(2,5-difluorophenyIacetyl)-L-phenylglycinyl)airiino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 
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(S)-3-(N ' ~(benzo[b] thiophene-3-acety l)-L-pheny lglyciny l)amino-2 ,3-dihydro- 
1 -methy 1-5-phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3v(N * -(benzoy lformy l)-L-pheny lglyciny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyVlH-1 ,4-benzodiazepin-2-one 

(S)-3-(N\-(2,6-difluorophenylacetyl)-L-phenylglycinyl)amino- 
methy 1-5-Wieny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'~(2\4-difluorophe^ 

methy 1-5-pheiwl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3 ,4-difluorophenylacetyl)-L-pheny lglyciny l)amino-2 , 3-dihydro-l- 
methyl-5-phenyl-rH-l ,4-benzodiazepin-2-one 

(S)-3-(N , -(butyryl)-D^henylglycinyl)amino-2,3-dihydro-l-methyl-5-phen^ 
1H-1 ,4-benzodiazepin^2-one 

(S)-3-(N'~(heptanoyl)-L-rae^ 
phenyl- 1H- 1 ,4-benzodiazeran-2-one 

(S)-3-(N'-(4-(2-ttoenyl)butyr^^ 

methy 1-5-pheny 1- 1H- 1 , 4-benzjDaazepin-2-one 

(S)-3-(NX5-methylhexanoy$-L-pW 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(hydrocinnamyl)-L-phenylgwcinyl)amino-2, 3-dihydro- 1-methy 1-5- 
pheny 1- 1H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N ' -(cyclopentylacetyl)-L-pheny lglyciny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N'-(propionyl)-L-phenylglycinyl)amin^-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one \ 

(S)-3-(N '-(3,4, 5-trifluoropheny lacety l)-L-pheny\glyciny l)amino-2 , 3-dihy dro- 
l-methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one ^ 

(S)-3-(N ' -(4-pheny lbuty ryl)-L-pheny lglyciny l)ami^o-2 , 3-dihydro- 1 -methyl- 
5 -phenyl- 1 H- 1 , 4-benzodiazepin-2-one \ 

\ 

3-(N ' -(2-thiopheneacety l)-L-alaniny l)amino-2 ,3-dihyWo-5-phenyl- 1 -(4,4,4- 
- trifluorobuty 1)- 1 H- 1 ,4-benzodiazepin-2-one \ 

3-(N , -(2-thiopheneacetyl)-L-alaninyl)amino-l-(2-oxo-2Wenylethyl)-2,3- 
dihy dro-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one A 
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3-\N * -(2-thiopheneacety l)-L-alaniny l)amino- 1 -methyl-2 , 3 -dihy dro-5 -(2- 
thiazolyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'^-thiopheneacetyl)-L-alaninyl)am^^ 
5-phenyir 1H-1 ,4-benzodiazepin-2-one 

3-(N ' -(2-tmopheneacety l)-L-alaniny l)amino-7-chloro-5-(2-chlorophenyl)-2,3- 
dihydro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N ' -(2-thiopheneacety l)-L-alaninyl)amino-5-(2-thieny l)-2 ,3-dihydro-l- 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N *-(2~thiopheneacety l)-L-a!aniny l)amino-5-cyclohexy 1-2 , 3-dihydro- 1 - 
methyl- 1H-1 ,4-benzodiazepin-2-one 

3-(N'-(2-thiopheneacetw-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-2^ 
dihydro- 1-methyl-lH-l ,4^benzodiazepin-2-one 

3-(NX2-thiopheneacetyl)-L^laninyO^ 

dimethy lpropy l)-2 , 3 ,4 , 5-tetraWdro- 1H- 1 , 5 -benzodiazepine 



3-(N'-(3 ,5-difluorophenylacetyl] 
(4,4,4-trifluorobutyl)-lH-l,4-t 



-alaninyl)amino-2 , 3-dihydro-5-pheny 1- 1 - 
iazepin-2-one 



25 



30 



35 



40 



45 



3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-(2-oxo-2-phenylethyl)- 
2,3-dihydro-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N '-(3 , 5-difluoropheny lacetyl)-L-alaniiwl)amino- 1 -methyl-2 , 3-dihydro-5- 
(2-thiazolyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyi)-L-alaninyl)knino-7-chloro-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)amiito-7-chloro-5-(2- 
chlorophenyl)-2 , 3-dihydro- 1 -methyl- 1H- 1 ,4-benz©diazepin-2-one 

3-(N '-(3,5 -difluoropheny lacety l)-L-alaniny l)amino-^-(2-thieny l)-2 , 3- 
dihydro-l-methyl-lH-l,4-benzodiazepin-2-one 

3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-(}yclohexyl-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)amino-7-bro\no-5-(2- 
fluoropheny l)-2 , 3-dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepm-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-)-2,4^ioxo-l,5-bis-(2,2- 
dimethylpropyl)-2,3»4,5-tetrahydro-lH-l,5-benzodiazepine^ 
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^N'-CS-fluorophenylaceiylJ-L-alaninyOamino^^-dihydro-S-phenyl-l- 
k4,4-trifluorobutyl)- 1H- 1 ,4-benzodiazepin-2-one 

3^]^-(3-fluorophenylacetyl)-L-alam^ 
dihydto-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(NM^fluorophenylacetyl)-L-ala 
thiazolyl)\lH- 1 ,4-benzodiazepin-2-one 

3-(N , -(3-fluOTophenylacetyl)-L-alaninyl)amino-7-chloro-2,3-dihydro- 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(NX3-fluoro™enylacetyl)-L-alaninyl^ 

2 , 3-dihy dro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(NX3-fluorophewIacetyl)-L-alam^ 
methyl- lH-l,4-benz©diazepin-2-one 

3-(N'-(3-fluorophenylacetyl)-L-alaninyl)amino-5-cyclohexyl-2,3-dihydro-l- 
methyl-lH-1 ,4-benzodiazepin-2-one 



25 



30 



35 



40 



45 



3-(N'-(3-fluorophenylacetyl 
2 , 3 -dihydro- 1 -methy 1-lH-l, 



-alaninyl)amino-7-bromo-5-(2-fluorophenyI)- 
nzodiazepin-2-one 



3-(N '-(3-fluoropheny lacetyl)-E\alaninyl)-amino-)-2 ,4-dioxo- 1 ,5-bis-(2 , 2- 
dimethylpropyl)-2,3 ,4,5-tetrahykro-lH-l ,5-benzodiazepine 

3-(NXniethylthio)acetyl)-L-alannW^^ 
trifluorobutyl)-lH-l ,4-benzodiaze^n-2-one 

3-(N ' -(methy lthio)acetyl)-L-alaninyl)Wino- 1 -(2-oxo-2-phenylethy l)-2 ,3- 
dihydro-5-phenyl-lH-l,4-benzodia^ep\n-2-one 

3-(N'-(methylthio)acetyl)-L-alaiiinyl)amVo-l-methyl-23-dihydro-5-(2- 
thiazolyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(methylthio)acetyl)-L-alaninyl)amin^-7-chloro-2,3-dihydro-l-methyl- 
5-phenyl-lH-l ,4-benzodiazepin-2-one 

3-(N , -(methylthio)acetyl)-L-alamnyl)amino-7yhloro-5-(2-chlorophenyl)-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N '-(methy lthio)acetyl)-L-alaninyl)amino-5-(^-thienyl)-2 , 3-dihy dro- 1 - 
methyl- 1 H- 1 y 4-benzodiazepin-2-one 

3-(N'-(methylthio)acetyl)-L-alaninyl)amino-5-cyc\ohexyl-2,3-dihydro-l- 
methy 1- 1 H- 1 ,4~benzodiazepin-2-one 
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3-w'-(methylthio)acetyl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyI)-23- 
dihydro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N* Vmethyithio)acety l)-L-alaniny l)-amino-)-2 , 4-dioxo- 1 , 5-bis-(2 ,2- 
5 dimethWropy l)-2 , 3 ,4,5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-(N '-(pnfenylacety l)-L-alaniny l)amino-2 , 3-dihydro-5-pheny M-(4 A ,4- 
trifluorobutyl)- 1H- 1 ,4-benzodiazepin-2-one 

10 3-(N '-(pheny Wety I)-L-alaniny l)amino- 1 -(2-oxo-2-phenylethy l)-2 , 3-dihy dro- 

5-phenyl-lH-I\4-benzodiazepin-2-one 



15 



30 



45 



3-(N' -(phenylacefrl)-L-alam^ 
1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(phenylacetylVL-alaninyl)amino-7-chloro-2 , 3-dihy dro- 1 -methyl-5- 
phenyl- 1H- 1 ,4-benzoaiazepin-2-one 



3 -(N ' -(phenylacety l)-L-alaniny l)amino-7-chloro-5-(2-chlorophenyl)-2 , 3- 
20 dihydro-l-methyl-lH-1 ,4vb6nzodiazepin-2-one 

3-(N , -(phenylacetyl)-Lj^aitoyl)ammo-5-(2-thfe 
1H-1 ,4-benzodiazepin-2^one 

25 3-(N ' -(phenylacety l)-L-alaniny i^amino-5-cy clohexy 1-2 , 3 -dihydro- 1 -methy 1- 

1H-1 ,4-benzodiazepin-2-one 



3-(N , -(phenylacetyl)-L-alaninyl)ankno-7-bromo-5-(2-fluorophenyl)^^ 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazWn-2-one 

3-(N ? -(phenylacetyl)-L-alaninyl)-amino-)2,4-dioxo- 1 ,5-bis-(2,2- 
dimethylpropyl)-2,3,4,5-tetrahydro-lH^l, 5-benzodiazepine 



3-(N'-(benzoylfonnyl)-L-alaninyl)amino-A3-dihydro-5-phenyl-l-(4,4,4- 
35 trifluorobutyl)-lH-l ,4-benzodiazepin-2-one\ 



3-(N'-(benzoylfonnyl)-L-alaninyl)amino-l-(2\oxo-2-phenylethyl)-2,3- 
dihy dro-5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one\ 

40 3-{N ' -(benzoylformy l)-L-aIaniny l)amino- 1 -meth)(l-2 , 3-dihydro-5-(2- 

thiazoly 1)- 1 H- 1 ,4-benzodiazepin-2-one 



3-(N'-(benzoylformyl)-L-alaninyl)amino-7-cWoro-43-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N , -(benzoylformyl)-L-alaninyl)amino-7-cMoro-5-(2^-chlorophenyl)-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2 -one 
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^N , -(benzoylformyl)-L-alaninyl)amino-5-(2-thienyl)-23 
lHr 1 ,4-benzodiazepin-2-one 

3-(>T\-(benzoylfonnyl)-L-alanm^ 
1H-1 ,Xrbenzodiazepin-2-one 

3-(N , -(b^oylformyl)-L-alaninyl)amino-7-bromo-5-{2-fluorophenyl)-2,3- 
dihydro- 1-methy 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(benzowfonnyl)-L-a^ 

dimethy Ipropy 1^-2 , 3 , 4 ,5- tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-(NMbuty^l)~l^lamnyl)^ 
trifluorobuty 1)- 1H4 ,4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-alaitinyl)amm^^ 
phenyl-lH-1 ,4-benzod^zepin-2-one 

\ 

3-(NMbutyryl)-L-alaniny\)am^ 

1 ,4-benzodiazepin-2-one \ 

\ 

3-(N ' -(butyry l)-L-alaniny l)aiAino-7-chloro-2 ,3-dihydro- 1 -methyl-5-phenyl- 
lH-l,4-benzodiazepin-2-one 



3-(N' -(butyry l)-L-alaninyI)amjno^ 

1-methyl-lH-l ,4-benzodiazepm-2-bne 

\ 

3-(N'-(butyryl)-L-alaninyl)amino^^^^ 
1 , 4-benzodiazepin-2-one \ 

3-(N'-(butyryl)-L-alaninyl)amino-5-cycloWxyl-2^^ihydro-l-me 
1 ,4-benzodiazepin-2-one \ 

3-(N '-(butyry l)-L-alaninyl)amino-7-bromo-5\(2-fluorophenyl)-2 ,3-dihydro- 1 - 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-alaninyl)-amino-)-2,4-dioxo-lv5-bis-(2,2-dime 
2,3 ,4 ,5-tetrahydro-lH-l ,5-benzodiazepine 

3-(N'-(4-(2-thienyl)butytyl)-L-alaninyl)amino-2,3-^ihydro-5-phenyl-l- 
(4 ,4,4-trifluorobutyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4-(2-thienyI)butyiyl)-L-alaninyl)amino-l-(2-oxp-2-phenyle% 
dihydro-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

\. 

3-(N'-(4-(2-thienyl)butyiyl)-L-alaninyl)amino-l-methyl-2,3-dihydro- 
thiazolyl)-lH-l ,4-benzodiazepin-2-one \ 



- 841 - 



N3-(N'-(4-(2-thienyl)butyry l)-L-alaninyl)amino-7-chloro-2 , 3-dihydro- 1 - 
methyl-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(]Nr-(4-(2-thienyl)butyryl)-L-alaninyI)amino-7-chloro-5 
2,3-dihydro-l-methyl-lH- 1 ,4-benzodiazepin-2-one 

3-(N '-(V(2-thieny l)butyry I)-L-alaninyl)amino-5-(2-thieny l)-2 , 3-dihydro- 1 - 
methyl- lH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4-(2\thienyl)butyryl)-L-alaninyl)amino-5-cyclohexyl-2,^ 
methyl- 1 H- l>4-benzodiazepin-2~one 

3-(N'-(4-(2-thi^l)butyryl)-L-alaninyl)amino-7-bromo-5-(2-fluorophen^ 
2,3-dihydro- 1-metfiyl-lH-l ,4-benzodiazepin-2-one 

3-(NX4-(2-thienyI)lW^ 

dimethylpropyl)-2,3A5-tetrahydro-lH-l,5-beraodiazepine 

3-(N ' -(cyclopenty lacety l)*L-alaninyl)amino-2 , 3-dihydro-5-pheny 1- 1 -(4 , 4,4- 
trifluorobutyl)- 1H- 1 ,4-beiWiiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-^ninyl)amino-l-(2-oxo-2-phenylethyl)-2,3- 
dihydro-5-phenyl-lH-l ,4-benzc^^pin-2-one 

3-(N '-(cyclopenty lacety l)-L-alanitWl)amino- 1 -methyI-2 , 3-dihy dro-5-(2- 
thiazolyl)- 1 H- 1 ,4-benzodiazepin-2-W 

3-(N 9 -(cyclopentylacetyl)-L-alaniny l)abino-7-chIoro-2 , 3-dihydro- 1 -methy 1- 
5-pheny I- 1H- 1 ,4-benzodiazepin-2-one \ 

3-(NXcyclopentyIacetyl)-L-alaninyl)am^ 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N' -(cyclopentylacetyl)-L-alaninyl)amino-5-(2-thieny l)-2 ,3-dihydro- 1- 
methy 1- 1 H- 1 ,4-benzodiazepin-2-one \ 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-5-cyci\>hexy 1-2 , 3-dihydro- 1 - 
methyl-lH-1 ,4-benzodiazepin-2-one \ 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-7-bromo-V(2-fiuorophen^ 
dihydro-l-methyl-lH-1 ,4-benzodiazepin-2-one \ 

3-( N' -(cyclopenty lacety l)-L-alaninyl)-amino-)-2,4-diox6-l ,5-bis-(2 ,2- 
- dimethylpropyl)-2,3 ,4,5-tetrahydro-lH-l ,5 -benzodiazepine 

3-(N'-(3-(trifluoromethyl)butyiyI)-L-alaninyl)amino-23-dmydro-5-phenyl-l 
(4,4,4-trifluorobutyl)-lH-l ,4-benzodiazepin-2-one \ 
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~5-(N ' -(3-(trifluoromethyl)buty ry l)-L-alaniny l)amino- 1 -(2-oxo-2- 
piaenylethyl)-2 , 3-dihydro-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(&M3-(trifluoromethyO^ 
(2-thWolyI)-lH- 1 ,4-benzodiazepin-2-one 

3-(N *-(V(trifluoromethy 1^ 

methy l-5\pheny 1- 1 H- 1 ^-benzodiazepin^-one 

3-(N'-(3-(t^fluoromethyl)butyryl)-L-alaninyl)amino-7-cMoro-5-(2- 
chloropheny »-2 , 3-dihydro- 1 -methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-(trifliA)romethyi)butyryl)-L-alaiiinyI)am^ 
dihydro- 1-methyI- 1 H-l ,4-benzodiazepin-2-one 

3-(N > -(3-(trifluoroinethyl)butyryl)-L-alaninyl)amino-5-cyclohex^ 
dihydro- 1 -methyl- 1 M- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-(trifluoromeuwl)butyryl)-L-alaninyl)amino-7-bromo-5-(2- 
fluoropheny l)-2 , 3-dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-(trifluoromethylW 

(2 ,2-dimethy lpropy l)-2 , 3 ,4w^etahydro- 1 H- 1 ,5-benzodiazepine 



3-(N , -(4,4,4-trifluorobutyrfl> 
(4,4,4-trifluorobutyl)-lH-l ,4- 



L-alaninyl)amino-2 ,3-dihydro-5-pheny 1- 1- 
nzodiazepin-2-one 



3-(N , -(4,4,4-trifluorobutyryl)-L-Maninyl)amino-l-(2-oxo-2-phenylethy 
dihydro-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alamnyl)amino-l-methyl-23-dft^ 
thiazoly 1)- 1 H- 1 ,4-benzodiazepin-2-onk 

3-(NX4A4-trifluorobutyryl)-L-alanm^ 
methyl-5-phenyl- 1 H- 1 ,4-benzodiazepin-2vone 



3-(NX4A4-trifluorobutyryl)-L-alam^ 

2 , 3-dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin\2-one 



3-(N , -(4,4,4-trifluorobutyryl)-L-alaninyI)aminV5-(2-thienyl) 
methyHH-1 ,4-benzodiazepin-2-one \ 

\ 

3-(N * -(4,4,4-trifluorobuty ry l)-L-alaniny l)amino-5\cyclohexy 1-2 , 3-dihydro- 1 - 
methyl- 1H- 1 ,4-benzodiazepin-2-one \ 

\ 

3-(N'-(4 > 4,4-trifluorobutyiyI)-L-alaninyl)amino-7-brpmo-5-(2-fluorophenyl) 
2,3-dihydro-l-methyl-lH-l,4-benzodiazepin-2-one \ 

■ \ 
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3^N ' -(4 ,4 , 4-trifluorobuty ry l)-L-alaniny l)-amino-)-2 ,4-dioxo- 1 , 5-bis-(2,2- 
dir^thyIpropyl)-23,4,5-tetrahydro-lH-l,5-benzodiazepine 

3 -(N 'Visovalery l)-L-alaniny l)amino-2 , 3-dihydro-5 -phenyl- 1 -(4, 4, 4- 
trifluorobutyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N , -(isoyaleryl)-L-alaninyl)amino-l-(2-oxo-2-phenylethyl)-23 
pheny HH4 ,4-benzodiazepin-2-one 

3-(N J -(isovalery l)-L-alaniny l)amino- 1 -methyl-2 , 3-dihydro-5-(2-thiazoly 1)- 
1H-1 ,4-benzoaiazepin-2-one 

3-(N' -(isovalery I}-L-alaninyl)amino-7-chIoro-2 , 3-dihy dro- 1 -methy 1-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 



3-(N'-(isovaleryl)-L\alaninyl)amino-7-chloro-5-(2-chlorophenyl)-2,3- 



dihydro-l-methyI-lH^l,4-benzodiazepin-2-one 

v 

3-(N' -(isovalery l)-L-alahinyl)amino-5-(2-thienyl)-2 , 3-dihy dro- 1 -methyl- 1 H 
1 ,4-benzodiazepin-2-one\ 

\ 

3-(N ' -(isovalery l)-L-alaiiinyJ)aixiino-5-cyclohexyl-2 , 3-dihydro- 1 -methy 1- 1H 
1 ,4-benzodiazepin-2-one 

'"\ 

3-(N'-(isovaleiyl)-L-alanihyl)ataino-7-bromo-5-(2-fluorophenyl)-2,3- 
dihydro- 1-methy 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(N , -(isovaleiyl)-L-alaiunyl)-amiho-)-2,4-dioxo-l,5-bis-(2,2- 
dimethylpropyl)-2,3 ,4,5-tetrahydro\lH-l ,5-benzodiazepine 

3-(N , -(L-alpha-hydroxyisocaproyl)-L^alaninyl)amino-23-dihydro-5-phenyl- 

1 -(4,4 , 4-trifluorobuty 1)- 1H- 1 ,4~benzodiazepin-2-one 

\ 

3-(N ' -(L-alpha-hydroxy isocaproy l)-L-alijiinyl)amino- 1 -(2-oxo-2- 
phenylethyl)-2,3-dihydro-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N ' -(L-alpha-hy droxy isocaproyl)-L-alanihy l)amino- 1 -methyl-2 , 3 -dihy dro- 
5-(2-thiazolyl)- 1H-1 ,4-benzodiazepin-2-one\ 

\ 

V 

\ 

3-(N ' -(L-alpha-hydroxy isocaproy l)-L-alaninyl)amino-7-chloro-2 , 3-dihy dro- 
1 -methy 1-5-phenyl- 1H- 1 ,4-benzodiazepin-2-oiie 

\ 

3-(N * -(L-alpha-hydroxy isocaproyl)-L-alaniny l)attiino-7-chloro-5-(2- 
cUorophenyl)-2,3-dihydro-l-methyl-lH-l,4-beniodiazepin-2-one 

\ 

\' 

3-(N'-(L-alpha-hydroxyisocaproyI)-L-alaninyl)ammo-5-(2-thienyl)-2,3- 
dihydro-1 -methyl- 1H-1 ,4-benzodiazepin-2-one \ 

v 
\ 

V. 

V 

V 

\ 

X 
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3-m'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-5-cyclohexy 1-2,3- 
dihydro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N ' \L-alpha-hydroxy isocaproy l)-L-alaniny l)amino-7-bromo-5-(2- 
fluoroplieny l)-2 , 3-dihydro- 1-methy 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(L-kpha-hydroxyisocaproyl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis 
(2 , 2-dimetftvlpropy l)-2, 3 ,4, 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-(N'-(L^+)Amandelyl)-L-alaninyl)amino-2,3-d^ 
trifluorobutyl)^lH-l,4-ben2odia2epin-2-one 

3-(N , -(L-(H-)-maWlyl)-L-alaninyl)amino-l-(^ 
dihydro-5-phenyl- m- 1 ,4-benzodiazepin-2-one 

3-(N'-(M +)-mandelW)-L-alaninyl)amino- l-methyl-2,3-dihydro-5-(2- 
thiazolyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(L~( + )-mandely 1)-La!aniny l)amino-7~chloro-2 , 3-dihydro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 



3-(N'-(L-( +)-mandelyi)-L-al^fi| 
dihydro-l-methyl-lH-1 ,4-bei 



l)amino-7-chloro-5-(2-chloropheny l)-2 , 3- 
jpin-2-one 



3-(N^L-(+)-mandelyl)-L-al^i^^ 
methyl-lH-1 ,4~benzodiazepin-2-one 

3-(N ? -(L-(+)-mandelyl)-L-alaninyl)a^ino-5-cyclohexyl-2,3-dihydro-l- 
methyl- 1H-1 ,4-benzodiazepin-2-one 

3-(N , -(L-(+)-mandelyl)-L-alaninyl)amin^7-bromo-5-(2-fluorophenyl)-2^ 
dihydro-l-methyl-lH-l,4-benzodiazepin-2-bne 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)^iino-5-phenyl-2,3-dihydro-l- 
(3-fluorobenzyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)ami^o-5-phen^ 
(benzyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N *-(3 ,5-difluoropheny Iacetyl)-L-alaniny l)amino-^-pheny 1-2 , 3-dihydro- 1 ■ 
(4-rerr-butylbenzyl)-lH-l,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacetyl)-L-alaniny l)amino-5-£heny 1-2 , 3-dihydro- 1 ■ 
(2-cy clohexy lethyl)- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-ph^iyl-2,3-dihydro-l- 
(3 , 3-dimethy lbuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 
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3\(N * -(3 , 5-difluorophenylacetyl)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
( 1 \methoxycarbony 1- 1 -pheny Imethy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N^3,5-difluorophenylacetyl)-L-alanin^ 
(2-etWlbuty 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N * -(3u5-difluoropheny lacety l)-L-alaniny l)amino-5 -phenyl-2 , 3-dihydro- 1 - 
(cyclohexy Imethyl)-1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-iiifluorophenylacety l)-L-alaninyl)amino-5 -pheny 1-2 , 3-dihydro- 1 - 
(2-phenylethVl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3 ,5-diflTOrophenyIacetyl)-L^ 
(3-phenylpropyl)\lH-l,4-benzodiazepin-2-one 

3-(N ' -(3 ,5-difluoropheny lacety l)-L-alaniny l)amino-5-phenyl-2 ,3-dihydro- 1 - 
(2-(N-phthaIimidy l)ethy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N , -(3,5-difluorophen^cetyl)-L-alaninyl)amino-5-phenyl-23-dihydro-l^ 
(2-biphenylmethyl)-lH-l,4rbenzodiazepin-2-one 

3-(N , -(3,5-difluorophenylaceWl)-L-alaninyl)amino-5-phenyl-23-dihydro 
((2- tetrahy drofurany l)methy 1)-^HW , 4-benzodiazepin-2-one 

3-(N *-(3 , 5-difluoropheny lacetyjO-IUalaniny l)amino-5-phenyl-2,3-dihydro-l- 
(2-( 1 ,4-benzodioxany l)methy 1)- IH-i ,4-benzodiazepin-2-one 

3-(N' -(3 ,5-difluoropheny lacety l)-L-alminyl)amino-5-pheny 1-2, 3-dihydro- 1 - 
(3-(5-chlorobenzo[b] thienyl)methyl)-lk-l ,4-benzodiazepin-2-one 

3-(NM3»5-difluorophenyIacetyl)-L-alaninW 

(3 , 3-dimethyl-2-oxo-propyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(NM3,5-difluorophenylacetyl)-L-alani^^^ 
(5-benzofurazanylmethyl)- 1H-1 ,4-benzodiazepm-2-one 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino-5-phenyl-2 , 3-dihydro- 1 - 
(3-phenoxypropy 1)- 1 H- 1 , 4-benzodiazepin-2-one \ 

3-(N^3,5-difluorophenylacetyl)-L-alaninyl)^ 
(6-(2-trifluoromethylquinolinyl)methyl)-lH-l,4-benzDdiazepin-2-one 

3-(N*-(3 ,5-difluorophenylacetyl)-L-alaninyl)amino-5-pheny 1-2 3-dihydro- 1 - 
- (2-methylbutyl)-lH-l,4-benzodiazepin-2-one \ 

3-(N'-(3 ,5-difluoropheny lacety l)-L-alaniny l)amino-5-phenyl-2 , 3-dihydro- 1 - 
(ethyl)- lH-l,4-benzodiazepin-2-one ^ 



• 
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10 



15 



20 



25 



30 



35 



40 



45 



i-(N*-(3 ,5-difluoropheny lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(3vpyridy lmethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(MM3,5-difluorophenylacetyl)-L-alam^ 
(2-oxV2-(N-indolinyl)ethyl)-lH-l,4-benzodiazepin-2-one 

3-{N' -(k5-difluoropheny lacety 1)-L^ 

(4-(3 ,5-dWethy lisoxazoly l)methy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N' -(3 ,5-aifiuorophenylacetyl)-L-alaninyl)amino-5-phenyl-2 , 3-dihydro- 1- 
(2-methoxyethyl)- 1H- 1 ,4-benzodiazepin-2-one 

3 -{N * -(cyclopenty lacety l)-L-alaniny l)amino-5 -pheny 1-2 , 3 -dihy dro- 1 -(benzy 1)- 
1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 -(4-tert- 
butyIben2yl)-lH-l,4^benzodiazepin-2-one 

3-(N'-(cyclopentylacem)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(2- 



cyclohexylethyl)-lH-l ,4^e 



;odiazepin-2-one 



3-(N * -(cyclopenty lacety l)-|yianinyl)amino-5-pheny 1-2 , 3-dihydro- 1-(3 , 3- 
dimethylbutyl)-lH-l,4-bepz0diazepin-2-one 

3-(N '-(cyclopentylacety l)-L-alaloiny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(isopropyl)-lH-l,4-benzodiazepm-2~one 

3-(N'-(cyclopentylacetyl)-L-alaninw)amino-5-phenyl-2,3-dihydro-l-(l- 
methoxycarbony 1- 1-pheny lmethy 1)- 1H- 1 , 4-benzodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(2- 
ethylbutyl)-lH-l ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amin(^r5-pheny 1-2 , 3-dihydro- 1 - 
(cyclohexylmethyl)- 1H- 1 ,4-benzodiazepin-2\one 

3-(N'-(cyclopentylacetyl)-L-alam^ 
phenylethyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-ph^pyl-2,3-dihydro-l-(3- 
phenylpropyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(cycIopentylacetyl)-L-alaninyl)amino-5-pheny\-2,3-dihydro-l-(2-(N- 
phthalimidyl)ethyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2^-dihydro-l-(2- 
biphenylmethy 1)- 1H- 1 ,4-benzodiazepin-2-one 
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3r(N' -(cy clopenty lacety l)-L-alaninyl)amino-5-pheny 1-2 ,3-dihydro- 1 -(3-(5- 
cnlprobenzo[b] thienyl)methyl)-lH-l f 4-benzodiazepin-2-one 

3-(N\(cyclopenty lacety l)-L-alaninyl)amino-5-phenyl-2 , 3-dihydro- 1 -(3 , 3- 
dunetnV 1-2-oxo-butyl)- 1H-1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 -(5- 
benzofurazany Imethy 1)- 1H- 1 ,4-benzodiazepin~2-one 

3-(N'-(cyclopWtylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(3- 
phenoxypropy lV 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(cyclopentmcetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
trifluoromethylquinDlinyl)methyl)-lH- 1 ,4-benzodiazepin-2-one 

3-(N , -(cyclopentylaceryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(cyclopropy imethy 1)- IBcl ,4-benzodiazepin-2-one 

3-(N * -(cyclopenty lacety l)-^alaninyl)amino-5-phenyl-2 , 3-dihydro- l-(2- 
methylbutyl)- 1H- 1 ,4-benzoaiazepin-2-one 



3-(N '-(cyclopenty lacety l)-L-alz 
1H-1 ,4-benzodiazepin-2-one 



tyltemino-5-phenyl-2 , 3-dihydro- l-(ethyl)- 



3 -(N^cyclopenty lacety l)-L-amninW 
dimethylisoxazolyl)methyl)-lH-l,4-l>en2odiazepin-2-one 

3-(N' -(cyclopenty lacetyl)-L-alaninyl)ai*jino-5-phenyl-2 , 3-dihydro- 1 -(propyl)- 
1H-1 ,4-benzodiazepin-2-one 

3 -(N '-(cyclopenty lacety l)-L-alaninyl)amin^-5-pheny 1-2 , 3-dihydro- 1 -(2- 
methoxyethy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)ami^o-5-phenyl-23-dihydro-l^ 
(benzyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-X-phenyl-2,3-dihydro-l^ 
tert-bvty lbenzy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyi7l)-L^^ 
cyclohexylethyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(4 > 4,4-trifluorobutyryl)-L-alaninyl)amino-5-phe^yl-2,3-dihydro-l- 
(3 , 3-dimethy Ibuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)^ 
(isopropy 1)- 1 H- 1 , 4-benzodiazepin-2 -one 
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JV(N '-(4,4 ,4-trifluorobutyryl)-L-alaniny l)amino-5-phenyl-2 , 3-dihydro l-( 1- 
mfethoxycarbonyl-l-phenylmethyl)-lH-l,4-benzodiazepin-2-one 

3-(NC -(4 ,4 ? 4-trifluorobutyryl)-L-alaninyl)amino-5-pheny 1-2 ,3-dihydro- 1-(2- 
5 ethylbutyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N * -(4*4, 4-trifluorobutyryl)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(cyclohexV Imethy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

10 3-(N' -(4,4 ,4\trifluorobutyryl)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 -(3- 

pheny Ipropy lMH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trimorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-d^^ 
biphenylmethyl)-rH-l,4-benzodiazepin-2-one 
15 \ 

3-(N , -(4,4,4-trifluor<^utyryl)-L-alaiunyl)amino-5-ph^^^ 
(5-chlorobenzo[b] thienyl)methyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobuwryl)-L-alaninyl)amino-5-phenyl-2, 3-dihydro-l- 
20 (3 , 3-dimethyl-2-oxo-butylV 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyi7h^ 

benzofurazany Imethyl)- 1H-1 ,X-benzodiazepin-2-one 

25 3-(N'-(4,4,4-trifluorobutyi^^ 

phenoxypropyl)-lH-l,4-benzod(a^pin-2-one 

3-(N'-(4,4,4-trifluorobutyi7l)-L-alamnyI)amino-5-phenyl-2,3-d 
(2-trifluoromethylquinolinyl)methyl)-m-l,4-benzodiazepin-2-one 
30 \ 

3-(N'-(4,4,4-trifluorobutyiyl)-L-alaninwamino-5-phenyl-2 J 3-dihyd 
(cyclopropylmethyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifIuorobutyryl)-L-alam^ 
35 methylbutyl)-lH-l,4-benzodiazepin-2-one \ 

3-(N'-(4 ) 4,4-trifluorobutyiyl)-L-alaninyl)amii^-5-phenyl-2,3-dihyd 
(ethyl)-lH-l ,4-benzodiazepin-2-one \ 

40 3-(N 9 -(4 ,4 ,4-trifluorobuty ry l)-L-alaniny l)amino-ivpheny 1-2 , 3-dihydro- 1 -(4- 

(3 ,5-dimethylisoxazolyl)methyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alamnyl)amino-5-phenyl-2,3-d^ 
* (propyl)- 1H-1 ,4-benzodiazepin-2-one \ 
45 \ 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyI)amino-5-phen\l-2,3-dihy 
methoxyelhyl)- 1H-1 ,4-benzodiazepin-2-one \ 
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U N'-(L-( +)-mandelyl)-L-alaninyl)-amino-)-2,4-dioxo-l ,5-bis-(2,2- 
dikiethy Ipropy 1) -2,3,4, 5-te trahydro- 1 H- 1 , 5-benzodiazepine 

(S)-3\(N ' -(N-pyrrolidiny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
5 phenyMH- 1 ,4-benzodiazepin-2-one 

3-(N , -(2-^orophenoxyacetyl)-L-alaninyI)amino-2,3-dihydro-l-methyl-5- 
phenyI-lH-l,4-benzodiazepin-2-one 

1 0 3-(N ' -(2-thiopMneacety l)-L-alaniny l)amino-2 ,3 -dihydro- 1 -methy 1-5-pheny 1 

1H- 1 ,4-benzodiazepin-2-one 



15 



30 



3-(N'-(3-(trifluoro^thyl)phenyte^ 
methyl-5-phenyl -1H\1 ,4-benzodiazepin-2-one 

3-(N'-(4-tolyIacetyl)-L-^ani^ -1H- 
1 ,4-benzodiazepin-2-one 



3-(N ' -(3-(4-methoxyphenyl)Mopionyl)-L-alaninyl)amino-2 , 3-dihy dro- 1 - 
20 methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alarunyl)amino-23-dihydro-l-^^ 
phenyl- 1H- 1 ,4-benzodiazepin-2-onfc 

25 3-(NMm-tolylacetyl)-L-alanin^^^ 
1 ,4-benzodiazepin-2-one 



3-(N * -(3-fluoropheny lacety l)-L-alaniny l)a^ino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(3-bromophenylacety l)-L-alaniny l)amii^-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 



3-(N '-(4-chlorophenoxy acety l)-L-alaniny l)amino-^ , 3-dihydro- 1 -methyl-5- 
35 phenyl-lH- 1 ,4-benzodiazepin-2-one 

3-(N , -(2-naphthyIacetyl)-L-alaninyl)amino-2,3-dihy^o-l-methyl-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 

40 3 -(N '-(3-methy Iphenoxyacety l)-L-alaniny I)amino-2 , 3-di^ydro- 1 -methy 1-5- 

phenyl- 1H- 1 ,4-benzodiazepin-2-one 

3-[(N ' -(4-methoxyphenylacetyl)-L-alaniny l)amino] -2 , 3-dih^iro- 1 -methyl-5- 
* (2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

45 

3-[(N'-(2-thiopheneacetyl)-L-alaninyl)amino]-23-dihydro-l-mejhyl-5-(2- 
pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 
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3r[(N'-(3 ,5-difluorophenylacetyl)-L-ah^ 
5-fc-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3- [(N^-(3-bromopheny lacety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -methy l-5-(2- 
pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[(NXpVnylmercaptoacetyl)-L^^^ 
(2-pyridy H- 1 ,4~benzodiazepin-2-one 

3-t(N , -(4-eth^yphenylacetyl)-L-aIaninyl)amino]-23-dihydro-l-methyl-5-(2- 
pyridy 1)- 1H- 1 ,4rbenzodiazepin-2-one 

3-[(N^4-(trifluoiWethyl)^^ 

methy l-5-(2-py ridy h- 1 H- 1 , 4-benzodiazepin-2-one 

3- [(N ' -(3 , 5-bis(trifluok>methy l)pheny lacety l)-L-alaniny l)amino] -2 , 3-dihy dro- 
l-methyl-5-(2-pyridyl)-\H-l,4-benzodiazepin-2-one 

3-[(N'-((methylthio)acetylVL-alaiunyI)amino 
pyridy 1)- 1H- 1 ,4-benzodiazeWi-2-one 

3- [(N^cyclohexy lacety l)-L-al^ 
pyridy 1)- 1H- 1 ,4-benzodiazepiib4/6ne 

3-[(NXpentafluorophenoxyacetyl)^^ 
5-(2-pyridyl)-lH-l,4-beiizodiazepin\2-one 

3-[(NXbenzo|>]thiophene-3-acety^^ 

methy l-5-(2-py ridy 1)- 1H- 1 ,4-benzodiazebin-2-one 

3-[(N'-(2,4,6-trimethylphenylacetyl)-L-alaninyl)amino]-2,3-dm 
methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(4-biphenylacetyl)-L-alaninyl)amino]-2)3-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3-[(N'-(3,4-difluorophenylacetyl)-L-alaninyl)aminb]-2,3-dihydro-l-methyl- 
5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3-[(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino]-23-d\hydro-l-me^ 
pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3-[(N* -(5-methy lhexanoyl)-L-alaninyl)amino] -2 , 3-dihydro- 1 -methyl-5-(2- 
pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3-[(N'-(3-methoxycarbonylpropionyl)-L-alaninyl)amino]-2}8-dihydro-l- 
methyl~5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one \ 
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H(N ' -(2 , 6-difluoromandeIy l)-L-alaniny l)amino] -2 , 3 -dihy dro- 1 -methy 1- 5-(2- 
pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[(N , -(4-fluoromandelyI)-L-alaninyl)amino]-23-dihydro-l-methyl-5-(2- 
py ridW 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(X5-difluoromandelyl)-L-alaninyl)amino]-2 ? 3-dihydro-l-m 
pyridy 1)- 1H- 1 , 4-benzodiazepin-2-one 

3-[(N'-(2,4^trifluorophenyIacetyl)-L-alaninyl)amino]-2,3-dihydro-l- 
methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(4-fluoro-V(trifluoromethyl)phenylacetyl)-L-alaiunyl) 
dihydro-l-methyl-^(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N , -(4,4,4-trifluor^utyryl)-L-alaninyl)amino]-23 
pyridyl)-lH-l ,4-benzodiazepin-2~one 

3-[(N*-(4-isopropylphenylKetyI)-L-alaninyl)amino]-^ 
(2-pyridyl)- 1H-1 ,4-benzodib:epin-2-one 

3-[(N' -(beta-phenyllactyl)-L-akninyl)amino]-2 , 3-dihydro- 1 -methy l-5-(2- 
pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 



3-[(N'-(mandelyl)-L-alaninyl)ami; 
1H-1 ,4-benzodiazepin-2-one 



r ^2 , 3-dihydro- 1 -methy l-5-(2-pyridy 1)- 



3-[(N'-(4-cMoromandelyl)-L-alaiunyl)^ino]-2,3-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(isovaleryl)-L-alaninyl)amino]-23\dihydro-l-methyl-5-(2-pyridyl)- 
1H-1 ,4-benzodiazepin-2-one 

3-[(N '-(2 , 3 ,5-trifluoropheny lacetyl)-L-alaniiivi)amino] -2 , 3-dihydro- 1 - 
methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2^pne 

3-[(N' -(3-methylthiopropionyl)-L-alaninyl)amin^]-2,3-dihydro-l-methyl-5- 
(2-pyridyl)- 1H-1 ,4-benzodiazepin-2-one 

3 - [(N ' -(L-alpha-hy droxy isocaproy l)-L-alaniny l)am\no] -2 , 3-dihydro- 1 - 
methyl-5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3- [(N ' -(3-nitropheny lacety l)-L-alaniny l)amino] -2 , 3-d^jy dro- 1 -methyl-5 -(2- 
pyridyl)- 1H-1 ,4-benzodiazepin-2-one 

3-[(N'-(D-3-phenyllactyl)-L-alaninyl)amino]-2,3-dihydr<\l-methyl-5-(2- 
pyridyl)-lH-l,4-benzodiazepin-2-one 



# 
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^[(N*-(4-methocyphenylace^ 

dmiethyI-2-oxobutyl)- 5-(2-pyridyI)-lH-l ,4-benzodiazepin-2-one 

3-[(NX2-thiopheneacetyl)-L-ala^ 

oxobuty 1)- 5-(2-py ridy I)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(k5-difluorophenylace^ 

dimethyl-i-oxobutyl)- 5-(2-pyridyI)-lH-l ,4-benzodiazepin-2-one 

3-[(N , -(3-bromophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(phenylirorcaptoacetyl)-L-alaninyl)amino3-23-dihydro-l-(3,3- 
dimethyl-2-oxobmy 1)- 5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-[(NX4-ethoxyph<Wlacetyl^^ 

dimethy l-2-oxobutyl)\ 5-(2-pyridy 1)- 1H- 1 ,4~benzodiazepin-2-one 

3-[(N ' -(4-(trifluorometwl)pheny lacety l)-L-alaniny l)amino] -2 , 3 -dihydro- 1 - 
(3,3-dimethyl-2-oxobutyh- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(3,5-bis(trifluoromem^ 

1 -(3 , 3-dimethy l-2-oxobutyl)-\5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 



3-[(N'-((methylthio)acetyl)-L-aI 
2-oxobutyl)- 5-(2-pyridyl)-lH-li 



^nyl)amino] -2 , 3-dihydro- 1 -(3 , 3-dimethyl- 
enzodiazepin-2-one 



3-[(N * -(cy clohexy lacetyl)-L-alanin wamino] -2 , 3-dihydro- 1 -(3 , 3-dimethy 1-2- 
oxobuty 1)- 5-(2~pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N^pentafluorophenoxyacetyl)-L-al^ 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-k4-benzodiazepin-2-one 

3-[(N'-(benzo[b]thiophene-3-acetyl)-L-alan!nyl)ammo]-23-^ 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-6>enzodiazepin-2-one 

3-[(NH2A6-trimethylphenylac^ 

dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-ben2odiazepin-2-one 

3-[(N'-(4-biphenylacetyl)^ 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-or^ 

3-[(N'-(3 ,4-difluorophenyIacetyl)-L-alaninyl)amino]-A3-dihydro-l-(3 ,3- 
-dimethyI-2 -oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(NX4-(2-thienyi)butyI)-L-alam^^ 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 
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3V [(N '-(5-methy lhexanoy l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3-dimethy 1- 

2- Wobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(m-(2 , 6-difluoromandely l)-L-alaniny l)amino]-2 , 3-dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3 -[(N ' -(4-Woromandely l)-L-alaniny l)amino] -2 , 3 -dihy dro- 1 -(3 , 3-dimethy 1-2- 
oxobutyl)- 5r(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N ' -(2 , 5-difluoromandelyl)-L-alaninyl)amino] -2 , 3-dihydro- 1 -(3 , 3- 
dimethyl-2-oxooUtyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N ? -(2 > 4,6-trifl^ophenylacetyl)-L-alaninyl)amino]-2,^ 
dimethyl-2-oxobutyl)v 5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-fluoro-2-(triflmoromethyl)phenylacetyl)-L-alaninyl)a^ 
dihydro-l-(3 3-dimethyl-Voxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2- 
one \ 

3-[(N , -(4 ,4 ,4-trifluorobutyry»-L-alaninyl)amino]-2 , 3-dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pykdvl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(4-isopropylphenylacetyl^^laninyI)amino]-23-^ 
dimethyl-2-oxobutyl)- 5-(2-pynd)tto-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(beta-phenyllactyl)-L-alarunyhamino]-23-dihyd 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzo^iazepin-2-one 

S-KN^mandelyO-L-alamnyO 

oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiaWpin-2-one 

3-[(N , -(4-chloromandelyl)-L-alaninyl)amin^]-2^-dihydro-l-(33 
oxobutyl)- 5-(2-pyridyl)- 1H- 1 ,4-benzodiazeMn-2-one 

3-[(N ' -(iso valery l)-L-alaninyl)amino] -2 , 3-dihydro- 1 -(3 , 3 -dimethy 1-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin^2-one 

3-[(N ? -(23,5-trifluorophenylacetyl)-L-alaninyl)a^ino]-23-di^^ 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzo&iazepin-2-one 

3-[(N '-(S-methylthiopropionyO-L-alaninyOamino] -2^ -dihy dro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

* 3-[(N*-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino]\2,3-dihydro-l-(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 
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U(NM3-nitrophenylacetyl)-L-alaninyI)am 
2 Wobuty I)- 5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[(N'~(D-3-phenyllacty^^ 
5 oxobWyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N' -M-methoxyphenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N 5 N- 
diethyl afriinoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

10 3- [(N ' -(2-tkopheneacety l)-L-alaniny I)amino] -2 , 3-dihydro- 1 - (2-N , N- 

!"l diethylamino^thyl)-5-(2-pyridyl)- 1H-1 ,4-benzodiazepin-2-one 

i 

3-[(NMN"-acetVl-N"-phenylglyciny^^^^ 
! N,N-diethyl aminpethyl)- 5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

m 15 

ru 

in 

W 



30 



45 



3-[(NM3,5^uor»henylacetyl)-L-alani^ 

diethyl aminoethyl)- A 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 



r| 3-[(N'-(3-bromophenyl^tyO 

I 20 diethyl aminoethyl)- 5-(2^yridyl)-lH-l,4-benzodiazepin-2-one 

ru 

1 3-[(N'-(pheiiylmercaptoacet^-L-alaninyl)amino]-23-dih^ 

KI diethyl aminoethyl)- 5-(2-pyr^yl)-lH-l,4-benzodiazepin-2-one 

25 3-[(N'-(4-(trifluoromethyl)p^ 

N,N-diethyl aminoethyl)- 5-(2-py|^l)-lH-l J 4-benzodia2epin-2-one 



3-[(NM3,5-bis(trifluaromethyl^^ 

l-(2-N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N ' -(cy clohexy lacety l)-L-alaniny l)amino] -2,3 -dihydro- 1 -(2-N , N-diethy 1 aminoethyl; 
5-(2-pyridyl)-lH-l,4-benzodiazepin-2-on€ 



3-[(N' -(pentafluorophenoxyacety i)-L-alaniny toamino] -2 , 3 -dihydro- 1 -(2-N ,N- 
35 diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-ben£odiazepin-2-one 

3-[(N'-(beiizo[b]thiophene-3-acetyl)-L-alaninyl)aWino]-2,3-dihydro-l-(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

40 3-[(N'-(benzoylf^^ 

aminoethyl)- 5-(2~pyridyl)-lH-l ,4-benzodiazepin-2-one 



3-[(N'-(3,4-difluorophenylacetyl)-L-alaninyl)amino]-2,^dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepiA2-one 

3-[(NX4-(2-thienyl)butyryl)-L-alaninyl)amiro 

diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-otne 
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3^N'-(5-methylhexanoyl)-L-alaninyI^ 

aminoethyl)- 5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(NV4-fluoromandely l)-L-alaniny l)amino] -2 ,3-dihydro- 1 -(2-N,N-diethyl 
5 aminoethyl)- 5-(2-py ridyl)- 1 H- 1 , 4-benzodiazepin-2-one 

3^(N'-(2Adifluoromande 

diethyl amintaethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

10 34(NM4A4-tr^uorobu^^ 

diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N* -(4-isopropy lpheny lacety l)-L-alaniny l)amino]-2 , 3 -dihydro- 1 -(2-N , N- 
diethyl aminoethyl)- M2-pyridyl)-lH-l,4-benzodiazepin-2-one 
15 \ 

3-[(N'-(beta-phenyllactyVL-alaninyl)amino]-^ 
aminoethyl)- 5-(2-pyridylMH-l ,4-benzodiazepin-2-one 

3-[(NMmandelyl)-L-alaniny^ 
20 aminoethyl)- 5-(2-pyridyl)-lH\L4-benzodiazepin-2-one 

3-[(NH4-cMoromandelyl)-L-ala^ 

aminoethyl)- 5-(2-pyridyl)-lH-l ,4-*benzodiazepin-2-one 

25 3-[(NXisovaleryl)-L-alaninyl)^^ 

aminoethyl)- 5-(2-pyridy 1)- 1H- 1 ,4-ben^odiazepin-2-one 

3-[(N*-(2,3 f 5-triflu^^ 

N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lHvl,4-benzodiazepin-2-one 
30 \ 

3-[(N ' -(3-methylthiopropiony l)-L-alaniny l)amino]-2 ,3-dihydro- 1 -(2-N , N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-beifeodiazepin-2-one 

3-[(N , -(L-alpha-hydroxyisocaproyl)-L-alaninyl)atoino]-2,3-dihydro-l-(2- 
35 N ,N-diethyl aminoethyl)- 5-(2-pyridyl)- 1 H- 1 ,4-bWodiazepin-2-one 

3-[(N , -(3-nitrophenylacetyl)-L-alaninyl)amino]-2,3-Wydro-l-(2-N,N-diethy 
aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

40 3-[(N'-(D-3-phenyllactyl)-^ 

5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3- [N-(3 ,5-difluoropheny lacety l)-L-alaniny 1] -amino-2 ,4-diqxo- 1 ,5-bis- 
* (2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepinfe 

3-[N-(3,5-difluorophenylacetyl)-L-aIaninyl]-amino-2,4-dioxo\l,5-bis- 
(methyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine \ 
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3 JfN-(3 ,5-difluorophenylacetyl)-L~alaninyl]-amino-2 ,4-dioxo- 1 ,5-bis- 
(cYclopropylmethyl)-2,3 ,4,5-tetrahydro- 1H-1 ,5-benzodiazepine 

3-[r^(3,5-difluorophenylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(2-m^ylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3^-difluorophenylacetyl)-L-valinyI]-amino-2,4-dioxo- 1 ,5-bis- 
(methyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3 ,5-difluoropheiiylacetyl)-L- valinyl]-amino-2 ,4-dioxo- 1 , 5-bis- 
(cyclopropylfnethyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-diflu^ophenylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(2-methylprowl)-23,4,5-tetrahydro-lH-l,5-benzodiazepin^ 

3-[N-(3 ,5-difluorophenylacetyl)-L-norvalinyl]-amino-2 ,4-dioxo- 1 ,5- 
bis-(methy l)-2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(3,5-difluorophenjHace^ 

bis-(cyclopropylmethyl)-z^,4,5-tetrahydro-lH-l,5-benzodiazep^ 

3-[N-(3,5-difluorophenylaceVl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(2~methylpropyl)-2, 3 ,4,5^trahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetylK 

bis-(methyl)-2, 3 ,4,5-tetrahydra- 1 JH- 1 ,5-benzodiazepine 

3~[N-(3 ,5-difluoropheny lacety 1)-L-^ 
bis-(cyclopropylmethyl)-2,3,4,5-te^ 

3-[N-(3,5-difluorophenylacetyi>L^ 
l,5-bis-(2-methylpropyl)-2,3,4,5-te^ 

3-[N-(3 ,5-dinuorophenylacetyl)-L-phenyla\|aninyl]-amino-2 ,4-dioxo- 
1 ,5-bis-(methyl)-2,3 ,4,5-tetrahydro-lH- 1 ^benzodiazepine 

\ 

3-tN-(3,5-difluorophenylacetyl)-L-phenylalamnyl]-amino-2,4-dioxo- 
1 ,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydr^-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenyIacetyl)-L-phenylglycinyl]-amino-2,4-dioxo- 

1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

\ 

3-[N-(3,5-difluorophenylacetyl)-L-phenylglycinyl]\amino-2,4-dioxo- 
- 1 ,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylglycinyl]-arpino-2,4-dioxo- 
1 , 5-bis-(cy clopropy lmethy l)-2 ,3,4, 5-tetrahydro- 1 H- 1 ^-benzodiazepine 

\ 
\ 
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l-[N-(3 ,5-difluorophenylacetyO 

1 p -bis-(2-methy Ipropy l)-2 , 3 , 4,5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3~[M-(3,5-difluorophenylacetyl)-{2-^^ 

1 ,5-Ms-(methy l)-2 ,3,4, 5-tetrahy dro- 1H-1 , 5-benzodiazepine 

3-[N-(k5-difluorophenylacetyl)-(2-thienyI)glycine]-amino-2,4-dioxo- 
1 ,5-bis-(cyclopropylmethyl)-2,3 ,4, 5-tetrahy dro- 1H-1 ,5 -benzodiazepine 

3-[N-(3,5-aifluorophenylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 
1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l , 5-benzodiazepine 

3- [N-(3 ,5-difluoropheny lacety l)-(3-thieny l)glycine] -amino-2 , 4-dioxo- 
1 ,5-bis-(methylX2,3,4,5-tetrahydro-lH-l , 5-benzodiazepine 

3-[N-(3,5-difluoromenylacetylM^^ 

1 ,5-bis-(cyclopropyt^nethyi)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluoropheWacetyl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methy Ipropy l)-2 , 3L4 , 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3- [N-(3 ,5-difluoropheny laVe^l)-L-threoniny 1] -amino-2 , 4-dioxo- 
1 ,5-bis-(methyl)-2,3 ,4,5-te^^^ro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylaaet^)-L-threoninyl]-amino-2,4-dioxo-l,^ 
bis-(cyclopropylmethyl)-2,3 A , Srtetrahy dro- 1 H- 1 ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L\^rosinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methy Ipropy l)-2 ,3 ,4,5-tetrahydrOr 1H- 1 ,5-benzodiazepine 

3- [N-(3 , 5-difluoropheny lacety l)-L-tyrWny 1] -amino-2 , 4-dioxo- 1 , 5-bis- 
(methyl)-2,3 ,4,5-tetrahydro-lH-l ,5-beWodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-tyrosiAyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2,3,4,5-tetrahydrOrlH-l, 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(2-methy Ipropy l)-2 ,3 ,4,5-tetrahydro- 1H- 1 , 5-oenzodiazepine 

3-[N-(cyclopentylacetyl)-L-alaninyl]-amino-2,4idioxo- 1 ,5-bis- 
(methyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepme 

3-[N-(cyclopentylacetyl)-L-alaninyl]-amino-2,4-diOTO- 1 ,5-bis- 
- (cyclopropylmethyl)-2,3 ,4,5-tetrahydro-lH- 1 ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-valinyl]-amino-2,4-dioxo-L5-bis- 
(2-methyIpropyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 
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-[N-(cyclopentyIacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(methy l)-2 , 3 ,4 , 5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3- [NV(cy clopenty lacety l)-L-valiny 1] -amino-2 , 4-dioxo- 1 , 5-bis- 
(cyclopropy lmethy l)-2 , 3 , 4, 5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(cwlopentylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(2-metfiy Ipropy l)-2 , 3 , 4, 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(cycloRentylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-X3,4,5-tetrahydro-lH-l,5-beiizodiazepine 

3-[N-(cyclopenrvlacetyl)-L-norvalinyl] -amino-2 , 4-dioxo- 1 , 5- 
bis-(cyclopropylmethyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentyiacetyl)-L-methioninyl]-amino-2 ? 4-dioxo-l,5- 
bis-(2-methy Ipropy 1)\2, 3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyh-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-23,4,5-tetrWydro-lH-l,5-benzodiazepine 



3-[N-(cyclopentylacetyl)-L^ 
bis-(cy clopropy lmethy l)-2 , 3 j 



efhioniny 1] -amino-2 ,4-dioxo- 1,5- 
netrahydro- 1H- 1 ,5-benzodiazepine 



3-[N-(cyclopentylacetyl)-L-pheWlalaninyi]-amino-2,4-dioxo- 

1 ,5-bis-(2-methyipropyI)-2,3,4,5rtetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenylaIaninyI]-amino-2,4-dioxo- 
1 ,5-bis-(methyl)-2,3 ,4,5-tetrahydro-^H- 1 ,5-benzodiazepine 

3- [N-(cyclopenty lacety l)-L-pheny lalankiyl] -amino-2 ,4-dioxo- 

1 ,5-bis-(cyclopropylmethyl)-2,3,4,5-ten^hydro-lH-l ,5-benzodiazepine 

3-[N-(cy clopenty lacety I)-L-phenylglycinyl1 -amino-2 ,4-dioxo- 

1 ,5-bis-(2-methylpropyl)-2,3 ,4,5-tetrahydrp-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenylglycinyl]-Wino-2,4-dioxo- 
1 , 5-bis-(methy l)-2 ,3,4, 5-tetrahydro- 1 H- 1 , 5- benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenylglycinyl]-amino-2,4-dioxo- 

1 ,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydroVlH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-(2-thienyI)glycine]-amiko-2,4-dioxo- 

1 ,5-bis-(2-methylpropyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-(2-thienyl)glycine]-amin(>2,4-dioxo- 
l,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l,5-benzockazepine 



- 859 - 



3VN-(cyclopentylacetyl)-(2-thieny l)glycine] -amino-2 ,4-dioxo- 

1 , 5r-bis-(cyclopropy lmethy 1) -2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[NVcyclopentylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 

1 ,5-biSr(2-methylpropyl)-2,3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N-(cy^opentylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 
1 ,5-bis-(mfethyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3- [N-(cyclopVnty lacetyl)-(3-thieny l)glycine] -amino-2 , 4-dioxo- 

1 ,5-bis-(cycloWopyImethyl)-2,3 ,4, 5-tetrahydro- 1H-1 ,5-benzodiazepine 

3-[N-(cyclopentwacetyl)-L-serinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methylpropyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacWl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methylpropy !)-£, 3 ,4, 5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N-(cyclopentylacetylVL-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-2,3 ,4,5-tetrkiydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-LWeoninyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropy lmethyl)-2 ,3\4,5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3 - [N-{cyclopenty lacety I)-L-fy rosiny l]-amino-2 ,4-dioxo- 1 , 5-bis- 
(2-methylpropyl)-2,3 ,4,5-tebatWdro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-tyrosmyl]-amino-2,4-dioxo-l,5-- 
bis-(methyl)-2 ,3 ,4,5-tetrahydro- 11^- 1 ,5-benzodiazepine 

3- [N-(cyclopenty lacety l)-L-tyrosinylVamino-2 ,4-dioxo- 1,5- 
bis-(cyclopropylmethyl)-2,3 ,4,5-tetrakydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L^ 

(2-methylpropyl)-2,3,4,5-tetrahydro-lH^l ,5-benzodiazepine 
3-[N-(4,4,4-trifluorobutiyO 

bis-(methy l)-2 , 3 ,4, 5-tetrahydro- 1 H- 1 , 5-ben£odiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-valiny l]-amino-2)4-dioxo- 1 ,5-bis- 
(2-methy lpropy l)-2 , 3 ,4,5-tetrahydro- 1H- 1 , 5-ben^odiazepine 

3- [N-(4 ,4 ,4-trifluorobutry l)-L-valiny 1] -amino-2 ,4-\jioxo- 1 , 5-bis- 
-(methyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepii 
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^-[N-(4,4,4-trifluorobutryl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(ej(clopropylmethyl)-2,3,4,5-tetrahyclro-lH-l,5-ben20diazepine 

3-[N\4,4,4-trifluorobutryl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(2-Wthylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepi'ne 

3-[N-(4,4V-trifluorobutryl)-L-norvaIinyl]-amino-2,4-dioxo-l,5- 
bis-(methylV2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trffluorobutryl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis^cyclopropyWthyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[NK4,4,4-trifludK)butryl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methylpropylV2,3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N<4,4,4-trifluorobi^I)-L-methioninyl]-amino-2 > 4-dioxo-l,5- 
bis-(methyl)-2,3,4,5-tet^hydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobuti7lVL-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2,3V,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L^teyialaninyl]-amino-2,4-dioxo- 
l,5-bis^2-methylpropyl)-23,#,5itetrahydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-pheVlalaninyl]-amino-2,4-dioxo- 
l,5-bis-(methyl)-2,3,4,5-teti^ydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-phenyla\aninyl]-amino-2,4-dioxo- 
l^-bisKcyclopropylmethyO-Z^^.S-teiWydro-lH-l^-benzodiazepine 

3-[N-(4,4,4-trifluorobutryI)-phenylglycinyiJ-amino-2,4-dioxo- 

-1 ,5-bis-(2-methylpropyl)-2,3 ,4,5-tetrahydto-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-phenylglycinyIl-amino-2,4-dioxo- 
l,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l,5-beVizodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-(2-thienyl)glycine\]-amino-2,4- 
dioxo-l,5-bis-(2-methylpropyl)-2,3,4,5-tetrahyd^o-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-(2-thienyl)glycine]-amino-2,4- 
dioxo-1 ,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l ,5-Benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-(2-thienyl)glycine]-ain\no-2,4- 

dioxo-1 ,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro\lH-l ,5- 
benzodiazepine \ 
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N 3-[N-(4,4,4-trifluorobutryl)-L-(3-thienyl)glycine]-amino-2,4- 
aipxo-1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[Jw4 ? 4^trifluorobutryl)-L-(3-thienyl)glycine]-amino-2,4- 
dioxo^l , 5-bis-(methy l)-2 , 3 , 4 ,5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(4 ,4^4-trifluorobutry l)-L-(3-thieny l)glycine] -amino-2 ,4- 
dioxo- 1 , 5-bis-(cyclopropylmethy l)-2 , 3 ,4,5-tetrahydro- 1 H- 1 ,5- 
-benzodiazepme 

3-[N-(4,4,4-trifmorobutryl)-L-cyclohexylglycinyl]-amino-2,4- 
dioxo-l,5-bis-(2-methylpropyl)-2,3,4,5-tet^^ 

3-[N-(4,4,4-trifluoroWtryl)-L-cyclohexylglycinyl]-amino-2,4- 
-dioxo- 1 ,5-bis-(methyIV2,3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutrj^-L-cyclohexylglycinyl]-amino-2,4- 
dioxo-1 ^-bis-CcyclopropylmethyO^^^^-tetrahydro-lH-l ,5- 
benzodiazepine \ 



3-[N-(4,4,4-trifluorobutryl)-L-t 
bis-(2-methylpropyl)-2 ,3,4, 5-tet 



inyl] -amino-2, 4-dioxo-l ,5- 
'-1H-1 ,5-benzodiazepine 



3-[N-(4,4,4-trifluorobutryl)-^ 

bis-(methy l)-2 ,3,4,5 -tetrahy dro- 1 H- 1 , ^-benzodiazepine 
3-[N-(4,4,4-trifluorobutryl)-L-tto^ 

bis-(cycIopropylmethyl)-2,3,4,5-tetrahydr^lH-l,5-benzodiazepine 

3-(3 , 5-difluoropheny lacety l)amino-2 , 3-dihydf9*l -methyl-5-phenyl- Lff-1 ,4- 
benzodiazepin-2-one 

3-(N ' -(3 ,5-difluoropheny lacety l)-L-alaninyl)amin^-2 , 3-dihydro- 1 -ethy 1-5- 
phenyl- IH- 1 ,4-benzodiazepin-2-one 

S-IN'-CS^-difluorophenylacetyO-L-alaninyU-amino-^S-dihydro-S-phenyl- 
1H- 1 ,4-benzodiazepin-2-one 

3-[NX3,5-difluorophenylacetyl)-L-alaninyI> 
(l-piperidinyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[N ' -(3 , 5-difluoropheny lacety l)-L-alaniny I] -amino-7-chl^ro-2 , 3 -dihy dro- 1 ■ 
methyl-5-phenyHH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-7-brom^-2,3-dihydro-l- 
methyl-5-(2-fluorophenyl)-lH- 1 ,4-benzodiazepin-2-one 
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3\[N '-(3,5 -difluoropheny lacety i)-N '-methy 1-L-alaniny 1] -amino-2 , 3-dihydro- 
l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-[N\p,5-difluorophenylacetyl)-L-ate^ 
5 methyl\5-(2-chlorophenyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3 > Vdifluorophenylacetyl)-L-alaninyl]-amino-5-cyclohexyl-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

10 3-[N , -(3,5-di™orophenylacetyl)-L-alaninyl]-amino-2,3-dihydro-l-methyl-7- 
nitro-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

3-[NM3,5-difluortohen^ 
(2-fluorophenyl)- 1H\1 ,4-benzodiazepin-2-one 
15 3-[N' -(3 ^-difluorop^nyl-a-hydroxyacetyO-L-vaiiny^-amino^ , 3-dihydro- 1 

methy 1-5 -phenyl- 1 H- 1 X-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenyl^-hydroxyacetyl)-L-rm-leucinyl]-amino-2,3- 
dihy dro- 1 -methy 1-5-pheny 1-1 H- 1 ,4-benzodiazepin-2-one 
20 \ 

3- [N ' -(3 , 5-difluoropheny lacetyD-L-alaniny 1] -amino-2 , 3-dihydro- 1-methy 1-5 - 
(3-fluorophenyl)- 1H- 1 ,4-benzodkzepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L|^ninyl]amino-2,3-dihydro-l-methyl-5- 
25 (4-fluoropheny I)- 1 H- 1 ^-benzodiaz^pkr^-one 

3-[N ? -(cyclopentyl-a-hydroxyacetyl)-^^ 
methyl-5-phenyHH-l,4-benzodiazepin-2rone 

30 3-[N'-(cyclopentyl-a-hydroxyacetyl)-L-valmyl]-amino-23-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-onte 

3-[N'-(3,5-difluorophenyIacetyl)-L-alaninyl]amino-2,3-dihydro-l,5- 
dimethyl-lH-1 ,4-benzodiazepin-2-one \ 

35 \ 

3-[N'-(3,5-difluorophenylacetyI)-L-alaninyl]aminQ-2,3-dihydro-l-isobutyl-5- 
phenyl)-lH-l ,4-benzodiazepin-2-one \ 

3-[N'-(3,5-difluorophenyl-a-hydroxyacetyl)-L-alaniwl]amino-2,3-dihydro- 
40 l-methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one \ 

3-[N'-(3,5-difluorophenyl-a-oxoacetyl)-L-alaninyl]amino-2,3-dihydro-l- 
methyl-5-pheny MH- 1 ,4-benzodiazepin-2-one \ 

45 3-[N'-(2-methylthioacetyl)-L-alaninyl]amino-23-dihydro-Lmethyl-5-phenyl 
1 H- 1 ,4-benzodiazepin-2-one \ 



- 863 - 



MN ' -(3 ,5-difluoropheny la^ 
phenyl-lH-1 ,4-benzodiazepin-2-one 

S-tN'-^S-difluorophenyta^ 
metnyl~5-phenyMH- 1 ,4-benzodiazepin-2-one 

3-[N'-fe,5-difluorophenylacetyO^ 
5-phenylh-lH-l ,4-benzodiazepin-2-one 

3-[N'-(3 ,5^ifluorophenylacetyl)-L-aIaninyl]amino-2,3-dihydro- 1- 
cyclopropylmethy l-5-pheny 1-1H- 1 ,4-benzodiazepin-2-one 

3- [N ' -(3 ,5-difmorophenyl-a-fluoroacety l)-L-alaniny l]amino-2 , 3-dihydro- 1 - 
methy 1-5 -phenyl- 1H-1, 4-benzodiazepin-2-one 

3-[N'-(3 ,5-difluorVhenylac^ 
5-phenyI-lH-l ,4-benzodiazepin-2-one 

3-[N'-(3-methylbutyrw-L-phen^^ 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-[N' -(3 ? 5-difluorophenylacetyl)-L-phenylglycinyl]arnino-2 ? 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-ben&Miazepin-2-one 

3-[N'-(2-phenylthioacetyl)^-^ninyl]amino-23-dihydro-l-m 
1H-1 ,4-benzodiazepin-2-one \ 

3 - [N ' -(3 -methy lbuty ry 1)-^ 

1 H- 1 ,4-benzodiazepin-2-one \ 

3-[N ' -(2-phenylthioacetyl)-L-pheny lgl^ciny 1] amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-l,4-benzodiazepin-2-one \ 

3- [N , -(3-(4-methoxyphenyl)propionyl)-L-kaninyl]amino-2 , 3-dihydro- 1 - 
methyl-5-phenyHH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3-bromophenylacetyl)-L-alaninyl]amiito-23-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one \ 

3- [N '-(4-cy clohexy Ibuty ry l)-L-alaniny l]amino-2 , 3cdihydro- 1 -methy 1-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one \ 

3-[N , -(4-methoxyphenylacetyl)-L-alaninyl]amino-23rdihydro-l-methyl-5-(2- 
- pyridyl)-lH-l,4-benzodiazepin-2-one \ 

3-[N'-(3-methyl-2-hydroxylbutyryl)-L-alaninyl]amino-2.3-dihydro-l-methyl- 
5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one \ 



_ 864 -- 



3\[N'-(3-methyl-2-hydroxylbutyryl)-L-alanm^ 
5-Mieny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-[NV33-dimethylbutyryl)-L-alaninyl]amino-2,3-dihy 
phenyl\lH-l ,4-benzodiazepin-2-one 

34N'-(thien-2-yl-acetyl)-L-aIaninyl]amino-2,3-dihydro^ 
pyridyl)-lH\l ,4-benzodiazepin-2-one 

3-[N'-(3,5-difWrophenylacetyl)-L-alaninyl]amino-23-dihyd 
(2-pyridyl)-lH-K4-benzodiazepin-2-one 

S-fN'-CS-bromoph^iylacetyO-L-alaninyllamino^ , 3-dihydro- 1 -methy l-5-(2- 
pyridyl)-lH-l ,4-benk>diazepin-2-one 

3- [N' -(2-pheny lthioaceW l)-L-alaniny 1] amino-2, 3-dihydro- 1 -methy l-5-(2- 
pyridy 1)- 1H- 1 ,4-benzodrazepin-2-one 

3- [N '-(4-ethoxypheny lace W 
pyridyl)-lH-l ,4-benzodiaze$in-2-one 

3-[N'-(4-trifluoromethylphen)Oacetyl)-L-alaiiinyl]amino-23-dihyd 
methyl-5-(2-pyridy 1)- 1H- 1 ,4-beiiz^^zepin-2-one 

3-[N'-(3,5-di(trifluoromethyl)Memlacetyl)-L-alanin^ 
methyl-5-(2-pyridy 1)- 1H- 1 ,4-1&nzokiazepin-2-one 

3~[N'-(2-methylthioacetyl)-L-alani^^^ 
py ridy 1)- 1H- 1 ,4-benzodiazepin-2-one \ 

3-[N'-(2-cyclohexylacety l)-L-alaninyl]ariwno-2, 3-dihydro- 1 -methyl-5~(2- 
pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3-[N '-(2 , 3 ,4,5 , 6-pentafluorophenyloxy acetyl)-L-alaniny l]amino-2 ,3-dihydro 
l-methyl-5-(2-pyridyl)-lH-l,4-benzcKiiazepm-2-one 

3-[N'-(thionaphth-3-ylacetyl)-L-alaninyl]amin^2,3-dihydro-l-m^ 
py ridy I)- 1H- 1 ,4-benzodiazepin-2-one \ 

3-[N '-(2 ,4 ,6-trimethy Ipheny lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -methyl- 
5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one \ 

3- [N '-((4-pheny l)pheny lacety l)-L-alaniny l]amino-2 , Svdihydro- 1 -methy l-5-(2- 
" pyridyl)-lH-l,4-benzodiazepin-2-one \ 

3-[N'-(3,4-difluorophenylacetyl)-L-alaninyl]amino-2,3-Wydro-l-methyl-5- 
(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 
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HN' -(4-(thien-2-y l)but^ 
pVidyl)-lH-l ,4-benzodiazepin-2-one 

3-[I^-(5-methylhexanoyl)-L-alaninyl]amino-23-dihydro-l-m 
pyridyI)-lH-l ,4-benzodiazepin-2-one 

3-[N'-(2\methoxycarbonylacetyO 
(2-pyridy V 1H- 1 ,4-benzodiazepin-2-one 

3-[N* -(2 , 6-aifluorophenyl)-Q:-hydroxyacety l)-L-aIaninyl]amino-2 , 3-dihydro- 
l-methyl-5-(2rpyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(4-fluoroWny l)-ar-hy droxy acety l)-L-alaniny l]amino-2 , 3 -dihydro- 1 - 
methyl-5-(2-pyri£tyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[NM2,5-difluoroWenyl)-a-hydroxy^^^ 
l-methyl-5-(2-pyridw)-lH-l,4-benzodiazepin-2-one 

3-[N*-(2,4,6-trifluoromenyl)acetyl)-L-alaninyl]amino-2^-dihydro-l-m 
5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N'-(2-trifluoromethyl-4Vfluorophenyl)acetyl)-L-alaninyl]am 
dihydro- 1 -methy l-5~(2-pyriVlVffl- 1 , 4-benzodiazepin-2-one 

3-[N'-(4,4,4-tofluorobuty^ 

pyridy 1)- 1H- 1 ,4-benzodiaz^piiTrl-one 

3-[N'-(4-^0-propylphenylac^ 
(2-pyridyl)-lH-l,4-benzodiazepii^-2-one 

3-[NX3-phenyl-2-hydroxypropionw>^ 
methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(phenyl-a-hydroxyacetyI)-L-alam^ 
(2-pyridyl)-lH-l,4-benzodiazepin-2-on& 

3-[N , -(4-cMorophenyl-a-hydroxyacetyl)-A-alaninyl]amino-23-dih^ 
methyl-5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N ' -(3-methy Ibutyry l)-L-alaniny 1] amino-2 ,B-dihydro- 1 -methy l-5-(2- 
pyridyI)-lH-l ,4-benzodiazepin-2-one \ 

3 -[N '-(2 , 3 ,5-trifluoropheny Iacety l)-L-alaniny 1] amino-2 , 3-dihy dro- 1 -methy 1- 
" 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one \ 

3-[NM3-methylthiopropionyl)4.-alan^ 

pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one \ 
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HN ' -(3-methy l-2-hydroxybutyryl)-L-alaniny l]amino-2 ,3-dihydro- 1 -methy 1- 
5^2-py ridy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3- [N ' -nitropheny lacety I)-L-alaninyl] amino-2 , 3 -dihydro- 1 -methy I-5-(2- 
5 pyridylM H- 1 ,4-benzodiazepin-2-one 

3- [N ' -(4-mfethoxy pheny lacety l)-L-alaniny l]amino-2 , 3 -dihydro- 1 -(ren- 
buty lcarbonytaiethyl)-5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

1 0 3-[N'-(2-thienyracetyl)-L-alaninyl]amino-2 ,3-dihydro- 1 -(tert- 

butylcarbonylmemyl)-5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 



15 



30 



45 



3-[N ' -(3 ,5-difluoropheny lacety l)-L-alaniny l]amino-2 ,3-dihydro-l -(ten- 
butylcarbonylmethyl)^5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3-bromophenylacWl)-L-alaninyl]amino-2,3-dihydro-l-(ferf- 
butylcarbonyImethyl)-5-(2^>yridy 1)- 1H- 1 ,4-benzodiazepin-2-one 



3 -[N 9 -(2-pheny Ithioacety 1)-L\alaninyl] amino-2 , 3-dihydro- 1 -(tert- 
20 buty lcarbonylmethyl)-5-(2-pyndyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[NM4-ethoxyphenylacetyl)-Li^ 

butylcarbonylmethyl)-5-(2-pyrW^- 1H- 1 ,4-benzodiazepin-2-one 

25 3-[N ? -(4-trifluoromethylpheny lace Al)-L-alaniny l]amino-2 , 3-dihydro- 1 -(ferr- 

butylcarbonylmethyl)-5-(2-pyridy 1)- Mi- 1 ,4-benzodiazepin-2-one 



3-[N'-(3 ,5-di-(trifluoromethyl)pte 
l-(rm-butylcarbonylmethyl)-5-(2-pyri^^ 

3 -[N ' -(2-methy Ithioacety l)-L-alaniny 1] anW>-2 , 3-dihydro- 1 -(tert- 
butylcarbonylmethyl)-5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 



3-[N , -(2-cyclomethylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(rerf- 
35 butylcarbonylmethyl)-5-(2-pyridy 1)- 1H- 1 ,4-$enzodiazepm-2-one 

3 - [N ' -(2 , 3 , 4, 5 , 6-pentafluoropheny loxy acety l^L-alaniny 1] amino-2,3-dihydro- 
l-(^rf-butylcarbonylmethyl)-5-(2-pyridyl)- IH^l f 4-benzodiazepin-2-one 



40 3-[N'-(thionaphth-3-ylacetyl)-L-alaninyl]amino-2 ,3-dihydro- 1 ~{tert- 

butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzWiazepin-2-one 



3-[N ' -(2 ,4, 6-trimethylpheny lacety l)-L-alaniny 1] amino-2 , 3-dihydro-l -(terr- 
butylcarbonylmethyl)-5-(2-pyridyl)- 1H- 1 ,4-benzoaiazepin-2-one 

\ 
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S-[N ' -((4-phenyl)pheny lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 ~{tert- 
buty Icarbony lmethy l)-5 -(2-py ridy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-[NV3,4-difluorophenylacetyl)-L-alaninyl]amino-2^-dihydro-l-(rerf- 
butylc^onylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3 ~[N' -(4-(2\thieny l)buty ry i)-L-alaniny 1] amino-2 , 3-dihydro- 1 -{/err- 
butylcarbonyimethyl)-5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N'-(5-methylHexanoyl)-L-alaninyllamino-2,3-dihydro-l-(r^rf- 
butylcarbonylmeuWl)«5-(2-pyridyl)-lH-l,4-bexizodiazepm-2-one 

3-[N'-(2-me&oxycarbonyla^ 

butylcarbonylmethyl)-5r(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N^2,6-difluorophenyl\a-hydroxya 
l-(te^butylcarbonylmethy^ 

3-[N*-(4-fluorophenyl-a-hydr©xyace^ 

(rerf-butylcarbonylmethyl)-5-(2\-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3 - [N ' -(2 , 5 -difluoropheny 1-ct-hydroxyacety l)-L-aIaniny 1] amino-2 , 3-dihy dro- 
l-(te/7-butylcarbonylmethyl)-5^ 

3-[N , -(2 A ,6-trifluoropheny lacety l)-L-alaninyl] amino-2, 3-dihydro- 1 -(tert- 
butylcarbonylmethy l)-5-(2-pyridyI)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2-trifluoromethyl-4-fluorophenyWetyl)-L-alaninyl]amino-2,3- 
dihydro- 1 -(terf-buty lcarbony Imethy l)-5-(2-py ridy 1)- 1 H- 1 , 4-benzodiazepin-2- 
one \ 

3-[N'-(4,4,4-trifluorobutyiyl)-L-alaninyl]amino-23-dihydro-l-(^^ 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(4-/w-propy Ipheny lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(/e/r- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l > 4-benzodiazepin-2-one 

3-[N ' -(3-pheny 1-2-hydroxypropiony l)-L-alaniny R amino-2 , 3-dihydro- 1 -{ten- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(pheny 1-a-hydroxy acety l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 ~(tert- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

"3-[N'-(4-chlorophenylacetyl)-L-alaninyI]amino-2,3-diWdro-l-(fm- 
butylcarbonylmethyl)-5-(2-pyridyI)-lH-l,4-benzodiazebin-2-one 
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S-[N'-(3-methylbutyryl)-L-alaninyl]amino-23-dihydro-l-(rm- 
buty lcarbony Imethyl)-5-(2-pyridy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-[NV(2, 3 , 5-trifluoropheny lacety l)-L-alaniny l]amino-2 , 3-dihydro- 1 -(tert- 
buty lcarbony lmethyl)-5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3^ethylthiopropionyl)-L-alaninyl]amino-2,3-dihydro-l-(^/r- 
butylcarboWlmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N , -(3-metlWl-2-hydroxybutyiyl)-L-alaninyl]amino-2,3-dihydro-l-(r^rr- 
butylcarbonyl^thyI)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[NM3-nitrophemlacetyl)-^ 

buty lcarbony lmethyV5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N' -(4-methoxyphenyiacetyl)-L-alaniny l]amino-2 , 3-dihydro- 1 -(2-(N,N- 
diethy lamino)ethy l)-5-(2 ^py ridy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-[NM2-thienylacetyl^^ 

diethy lamino)ethyl)-5-(2-pyriHvl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3 ,5-difluorophenylacetyl^^ 
diethylamino)ethyl)-5-(2-pyridy«Hffl 

3-[NX3-bromophenylacetyl)-L-ala^ 

diethylamino)ethyl)-5-(2-pyridyl)- 1H4 ,4-benzodiazepin-2-one 
3-[NX2-phenyltMoac^ 

diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4benzodiazepin-2-one 

3-[N , -(4-ethoxyphenylacetyl)-L-alaninyl]aAino-23-dihydro-l-(2-(^ 
diethylamino)ethyl)-5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 

3-[NX2-methylthioacetyl)-^ 

diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benz0diazepin-2-one 

3-[N'-(2-cyclohexylacetyl)-L-alaninyl]amino-2jvdihydro-l- 
diethyIamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepm-2-one 

3-[NX23A5,6-pentafluorophenyloxyace^ 

l-(2-(N,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N , -(2-thionaphth-3-ylacetyl)-L-alaninyl]amino-2,3-dihydro-l- 

diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[NX2-phenyl~2-oxoacetyl)-L-alani^^ 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazeptn-2-one 
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^- [N ' -(2 , 4 , 6-trimethy Ipheny lace ty l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 -(2- 
LN-die±ylamino)ethyl)-5-(2-pyridy I)- 1H- 1 ,4-benzodiazepin-2-one 

3-[NV( (4-phenyl)phenylacety 1)-L~alaniny l]amino-2 , 3-dihydro- 1 -(2-(N, N- 
5 diethy Wnino)ethyl)-5-(2-pyridyl)- 1H-1 ,4-benzodiazepin-2-one 

3-[N'-((3V-difluorophenyl)acetyl)-L-alaninyl]amino-23-^ 
diethy lamim)ethyI)-5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

10 3-[NM(4KtM^i-2-yO 

diethy lamino)emyl)-5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[N' K5-methylhe?(^noyl)-L-alaninyl]amino-2,3-dihydro- l-<2-(N,N- 
diethylamino)ethylp§-(2-pyridyl)- 1H-1 ,4-benzodiazepin-2-one 



15 



30 



40 



3-[N'-(2-methoxycarb^ylacetyO^ 

dielliylamino)ethyl)-5-(2\pyridyl)-lH-l,4-ben2odiazepin-2-one 



3-[N'-(2,6-difluorophenyl-^-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro- 
20 l-(2-(N,N-diethylamino)eth)^ 

3-[N ' -(4-fluoropheny 

(N,N-diethylamino)ethyl)-5-(2-woQyl)- 1H- 1 ,4-benzodiazepin-2-one 

25 3-[N'-(2,5-difluorophenyl-a-hydro^ 

l-(2-(N,N-diethylamino)ethyl)-5-(2-^yridyl)-lH-l,4-benzodiazepin-2-one 



3-[N * -(4-hydroxymethy Ipheny loxy acet^l)-L-alaniny 1] amino-2 , 3-dihydro- 1 - 
(2-(N,N-diethylamino)ethyl)-5-(2-pyri^^ 

\ 

3-[N'-(2,4,6-tofluorophenylacetyl^ 

(N ,N~diethy lamino)ethy l)~5-(2-py ridyl)- 1 Hv 1 ,4-benzodiazepin-2-one 



3-[N'-(2-trifluoromethyl-4«fluorophenylacetyl)-L-alaninyl]amino-2,3- 
35 dihydro-l-(2-(N,N-diethylamino)ethyO^ 

2-one \ 



3- [N 9 -(4 ,4 ,4-trifluorobutyry l)-L-alaniny 1] amino-2 , 3-dihydro- 1 - (2-(N , N- 

diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodWepin-2-one 

\ 

V 

3- [N ' -(4-^opropy Ipheny lacety l)-L-alaninyl]amino-£ , 3 -dihy dro- 1 -{2-{N , N- 
diethyIamino)ethyl)-5-(2-pyridyi)- 1H-1 ,4-benzodiaz^pin-2-one 



* 3-[N'-(3-phenyl-2-hydroxypropionyl)-L-alaninyl]amiiip-2,3-dihydro-l-(2- 
45 (N,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l t 4-benzo^azepin-2-one 
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\ [N ' -(pheny 1-a-hy droxy acety l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 -(2-(N , N- 
difethy lamino)ethyl)-5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N\r(4-cWorophenyl-o:-hydroxyacetyl)-L-alaninyl]amino 
(N,N-^thylamino)ethyl)-5-(2-pyri^^ 

3-[N^3,^ifluorophenyl-a-hydroxyacetyl)^^ 
dioxo-1 ,5-t^(2,2-dimethylpropyl)-2,3 ,4,5-tetrahydro-lH-l ,5- 
benzodiazepine 

3-[N ' -(3 ,5-difiuorophenyl-o;-hydroxy acety l)-L-aIaninyl]amino-2 ,4-dioxo- 1 - 
phenyl-5-methyl-M,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N'-(3 ,5-difluoropl^iyl-a-hydroxyacetyl)^^^ 
methyI-5-phenyl-l ,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3- [N'-(3,5-difluorophenyl^tyl)-L-alaninyl]amini-L-lH-to^ 
pheny 1-1,4-benzodiazepine \ 

4- [N '-{3 ,5-difluorophenylacetyb^L-^aiiinyl]ainino-L- 1H- imidazole[l,2-a]- 
2,4-dihydro-6-phenyl-l ,4-benzod^^ine 

4-[N ' -(3 ,5-difluoropheny lacety If L-^aninyI]amino-L-4H[ 1 ,2 ,4]triazole [4,3- 
a] -6-pheny 1- 1 ,4-benzodiazepine \ 

3-[N*-(3 ,5-difluoropheny lacetyl)-L-alaniiWl]amino-2,4-dioxo- 1 ,5-bis-(l- 
methylethyI)-2 ,3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N^3,5-difluorophenylacetyl)-(R)-2-^ 
bis-(l-methylethyl)-2,3,4,5-tetrahydro^ 

3~[NXcyclopropylacetyl)-R-2-thienylglyc^ 
methyIethyl)-23 s 4,5-tetrahydro-lH-l,5-benzodiaapine 

3-[N ' -(cyclopenty lacety l)-R-2-thieny Igiyciny 1] amincn2 ,4-dioxo- 1 , 5-bis-( 1 - 
methylethyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepike 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-2,4-dioxo-l ? 5-b 
2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine \ 

3-[N'-(3,5-difluorophenyl-a-hydroxyacetyl)-L-alarunyl]amW 
bis-methyl-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine \ 

- 3-[N'-(3 ,5-difluorophenylacetyl)-L-alaninyl]amino-2,4-dioxo-^ ,5-bis-(2- 
methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine \ 



3\[N'-(cyclopentylacetyI)-L-alaninyl]amino-2,4-dioxo- 1 ,5-bis-(2- 
methy lpropy l)-2 , 3 ,4, 5-tetrahydro- 1H- 1 ,5-benzodiazepine 

S-tN'-^yclopropylacetyO-L-alaninyll-amino-l^-dioxo- 1 ,5-bis-(2- 
methy lpropy l)-2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[N , -(3,5-^uorophenylacetyl)-S-2-phenylglycinyl]-amino-2,4-dioxo-l,5- 
bis-(2-methy lpropy l)-2, 3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N'-(3 ,5-difluOTopheny lacetyl)-L-alaninyl] -amino-2 ,4-dioxo- 1 , 5-bis- 
(cyclopropylmethy^-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

S-tN'-Ccyclopentylace^O-L-alaninyU-amino-l^-dioxo-l^-bis- 
(cyclopropylmethyl)-2,^4,5-tetrahydro- 1H-1 ,5-benzodiazepine 

3-[N'-(cyclopentyl-or-hydr^yacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropylmethyl)-2,3,4,5^trahydro-lH-l,5-benzodiazepine 

3-[N'-(3 ,5-difluorophenylacetylV^ 
dimethylpropyl)-2,3,4,5-tetrahydW^ 

3-[NM3,5-difluorophenyl-a-hydr^ 

1 ,5-bis-(2,2-dimethylpropyl)-2,3^,^etrahydro-lH-l ,5-benzodiazepine 

3-[N'-(cyclopentylacetyl)-L-alaninyl]aimno-2,4-dioxo-l,5-^ 
dimethylpropy l)-2 , 3 , 4 ,5-tetrahydro- 1 H- l\5-benzodiazepine 

3-[N ' -(cy clopenty 1-a-hydroxy acety l)-L-alaniny 1] amino-2 , 4-dioxo- 1 ,5-bis- 
(2 ,2-dimethy lpropy l)-2 , 3 ,4, 5-tetrahydro- 1 H\l , 5-benzodiazepine 

3-[N'-(3 ,5-difluorophenylacetyl)-L-alaninyl]-aanino-2,4-dioxo- 1 ,5-bis- 
phenyl-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

S-fN'-CcyclopentylacetyO-L-alaninyllamino^^-dioxo-l^-bis-phenyl- 
2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine \ 

3- [N ' -(cyclopenty 1-a-hydroxy acety I)~L-alaniny I] -amino-2 ,4-dioxo- 1 , 5-bis- 
phenyl-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine \ 

3-(N'-(3,5-difluorophenylacetyl)-L-ate 

phenyl- 1H- 1 ,4-benzodiazepin-2-one \ 

5-{N'-(cyclopentylacetyl)-L-alaninyl}-amino-7-methyl-5,Vdihydr^^ 
~ dibenz [b , d] azep in-6-one \ 

5-{N'-(3-cyclopentylpropionyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 



• # 
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^{N'-(cyclohexylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'Vt-butylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenzm , d] azepin-6-one 

5-{N'-(ph™ylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(3-bromOThenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dih^ 
dibenz[b,d]azepn^-6-one 

5-{N'-(3-fluorophewIacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(3-cWorophenylaretyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{NX3-(trifluoromethyl)ph^ylac^ 
dihydro-6H-dibenz[b,d]azepin^6-one 

5-{NX4-fluorophenylacetyl)-L-aj^^ 
dibenz [b , d] azepin-6-one / T\ 

5-{N , -(hexanoyI)-L-alaninyl}-amino-7^methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'-(heptanoyI)-L-alaiiinyl}-amino-7-memyl-5,7-dihydro-6H- 
dibenz[b, d]azepin-6-one \ 

5-{3 ,4-difluorophenylacetyl)-L-alaninyl}-amino\7-methyl-5 
dibenz[b,d]azepin-6-one \ 

5- {N ' -(cyclopropy lacety l)-L-alaniny l}-amino-7-memy 1-5 , 7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{ N * -(2-cy clopentene- 1 -acety l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihy dro- 
6H-dibenz[b , d] azepin-6-one \ 

5-{N' -(3-cyclohexylpropionyl)-L-alaninyl}-amino-7-methy\-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N , -(isovaleryl)-L-aIaninyl}-amino-7-methyl-5 ,7-dihydro-oH- 
dibenz[b,d]azepin-6-one \ 

5-{N , -(citronellyl)-L-alaninyl}-amino-7-methyi-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 



15 



30 



45 




873 - 



r{N'-(3-benzoylpropionyl)-L-alaninyl}-amino-7-methyl-5J-dihydro-6H- 
diWnz[b,d]azepin-6-one 

5-{m-(2-cMorophenylacetyl)-L-aIaninyl}-amin 
5 dibenzTb ,d] azepin-6-one 

5-{N'-(4^entenoyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b ,aJazepin-6-one 

10 5-{NMvalem)-L-alaninyl}-am^ 
dibenz[b , d] azepin-6-one 



5-{N'-(2-thiophmecetyl)-L-alaninyl}-amino-7-methyl-^ 
dibenz[b , d] azepin\6-one 

5-{NM4-(2-thienyl)W^ 
dibenzfb ,d]azepin-6-OTe 



5-{N'-(4-(4-nitrophenyl)^utyryl)-L-alaninyl}-amino-7-methyl- 
20 6H-dibenz[b , d] azepin-6-( 

5-{N ' -(2 ,4-difluorophenylIci^ 
6H-dibenz[b ,d]azepin-6-one/ 

25 5-{N' -(2 ,6-difluoropheny lacety^-L-alaninyl}-amino-7-methy 1-5 ,7-dihydro- 

6H-dibenz [b , d] azepin-6-one 



5-{N'-(4-isopropylphenylacetyl)-L^laninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b ,d]azepin-6-one 

5-{N ' -( 1 -adamantaneacety 1)-L~alaniny\} -amino-7-methyl-5 , 7-dihydro-6H- 
dibenz[b,d]azepin-6-one 



5-{N'-(cyclohexanepentanoyl)-L-alaninyl^-amino-7-methyl-5 ,7-dihydro-6H- 
35 dibenz[b ,dlazepin-6-one 

5-{N^(methylthio)acetyl)-L-al^^ 
dibenz[b,d]azepin-6-one 

40 5 - {N * -(2- thiophenepentanoy l)~L-alaniny 1} -amiko-7-methy 1-5 , 7-dihy dro-6H- 

dibenz [b t d] azep in-6-one 



5-{N'-(2-norbomaneacetyl)-L-alaninyl}-amino-7^ethyl-5,7-dihydro-6H- 
dibenz[b , d]azepin-6-one 

5-{N'-(3,5-difluorophenyIacetyl)^-^ # 
dihydro-6H-dibenz[b,d]azepin-6-one 
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i^{N 9 -(3 ,5-difluorophenylacetyl)-4-methy Inorleuciny l}-amino-7-methyl-5 , 7- 
di%dro-6H-dibenz[b,d]azepin-6-one 

5-{NV(3 ,5-difluorophenylacetyl)-3-cyclopropylalanmyl}-amino-7-methyl- 
5 5,7-diriydro-6H-dibeii2[b,d]azepin-6-one 

5-{N'-(3^-difluorophenylacetyl)-4-cyclohexylhomoalaninyl}-amino-7 
methyl-5 ,7^dihydro-6H-diben2[b,d]azepin-6-one 

10 5-{N'-(3 ,5-dimorophenylacetyl)-6-fluoronorleucinyl}-amino-7-methyi-5 ,7- 

dihydro-6H-dibenz[b, d]azepin-6-one 



15 



30 



45 



5-{N'-(3 ,5-difluorVhenylacetyl)-4-methylnorleucinyl}-amino-7-m ,7- 
dihydro-6H-dibenz[Vd]azepin-6-one 

5-{N t -(cyclohexylaceW)^-ethylnorleucinyl}-amino-7-meth^ 
6H-dibenz[b ,d]azepin-6\>ne 



5-{N ? -(cycIopropylacetyl)^ethylnorleucinyl}-amino-7-methyl-5 ,7-dihydro- 
20 6H-dibenz[b,d]azepin-6-one 

5-{N , Kisovaleryl)^-ethylnoyle^inyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

25 5-{NX3-(trifluoromethyl)phenylacem 
5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 



5-{N'-(3 ,4-difluorophenylacety)^-ethyl^rleucinyl}-amino-7-methyl-5 ,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N '-(2 ,4-difluorophenylacety)^-ethylnorle\cinyl}-amino-7-methy ,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 



5-{N ' -(3-fluoropheny lacety l)-4-methy Inorleuciny I) -amino-7-methy 1-5 , 7- 
35 dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(cyclopentylacetyl)^-methylnorleucinyl}-amii^-7-methyl-5J 
dihydro-6H-dibenz[b,d]azepin-6-one 

40 5-{N , -(cyclohexylacetyl)-4-methylnorleucinyl}-amino-7Apiethyl-5 ,7-dihydro- 

6H-dibenz[b , d] azepin-6-one 



5-{N'-(cyclopropylacetyl)^-methylnorleucinyI}-amino-7-i^ethyl-5J- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(2-thiopheneacetylH-me% 
dihydro-6H-dibenz[b,d]azepin-6-one 
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3r{N '-(isovalery l)-4-methy lnorleucinyI}-amino-7-methy 1-5 ,7-dihydro-6H- 
di fcpizfb , d] azepin-6-one 

5-{&-(3-(trifluoromethyl)phe^ 
5 methyi-5 ? 7-dihydro-6H-dibenz[b , d] azepin-6-one 

5-{N , -(4\fluorophenylacetyl)^-methylnorleucinyl}-amino-7-meth^ 
dihy dro-6H-dibenz[b , d] azepin-6-one 

10 5-{N'-(3,4-dMuorophenyIacetyO 

dihydro-6H-dihenz[b ,d]azepin-6-one 

5- { N ' -(2 , 4-difluoropheny lacety l)-4-methy lnorleuciny 1 } -amino-7-methy 1-5 , 7- 
dihydro-6H-dibenzro ,d]azepin-6-one 
15 \ 

5-{N * -(3-fluoropheny lacety l)-4-cyclohexylhomoalaniny l}-amino-7-methy 1- 
5 , 7-dihydro-6H-dibenz[b ,d] azepin-6-one 

5-{N'-(cyclopentylacetyl)\-cyclohexylhomoalaninyl}-amino-7-me 
20 dihy dro-6H-dibenz[b ,d]azepdn-6-one 

5-{N'-(cyclohexylacetyl)-4-c^^ 
dihydro-6H-dibenz[b 4]azepin-afene 

25 5-{N^cyclopropylacetyl)-4-ctfcl^ 
dihydro-6H-dibenz[b ,d] azepin-6-onfe 

5-{N'-(isovaleryl)-4-cyclohexylhomo^ninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one \ 
30 \ 

5-{NX4-fluorophenylacetyl)-4-cycIohexyW 
5 ,7-dihydro-6H-dibenz[b, d]azepin-6-one \ 

5-{N'-(3,4-difluorophenylacetyl)^-cycto^ 
35 methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-onfe 

5-{N'-(2,4-difluorophenyIacetyl)-4-cyclohexylhomoalaninyl}- 
methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one \ 

40 5-{N '-(3-fluoropheny lacety l)-6-fluoronorleuciny l}-amino-7-methy 1-5 ,7- 

dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N > -(cyclopentylacetyl)-6-fluoronorleucinyl}-amino-7-Wthyl-5 ,7-dihydro 

45 \ 

5-{ N ' -(cyclohexy lacety l)-6-fluoronorleuciny I } -amino-7-methy 1-5 , 7-dihy dro- 
6H-dibenz[b,d]azepin-6-one \ 



- 876 - 



10 



15 



20 



25 



30 



35 



40 



45 



•{N , -(cyclopropylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{m-(isovaleiyl)-6-fluorono^ 
dibenz[b , d] azepin-6-one 

5-{N'-(3%rifluoromethyl)phenylacetyl)-6-fluoronorleucinyl}-amino-7- 
methyl-5,7idihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(4-fluotephenylacetyl)-6-fluoronorleucinyI}-amino-7-methyI-5,7- 
dihy dro-6H-dioenz[b ,d] azepin-6-one 

5-{N'-(3,4-difluo^henylacetyl)-6-fta^ 
dihydro-6H-dibenz[b,d]a2epin-6-one 

5-{N' -(2,4-difluoropheny lacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5 ,7- 
dihydro-6H-dibenz[b,d]Wepin-6-one 

5-{N , -(4-methoxyphenyla^tyl)-L-alaiiinyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b, d] azepin-6-one 

5-{N'-(3-(4-methoxyphenyl)p^ionyl)-L-alaninyl}-amino-7-methyl-5J- 
dihydro-6H-dibenz|> > d]azepin-«^)ne 

5-{N * -( 1 -naphthy lacety l)-L-al^xi/iyJ}-amino-7-methy 1-5 ,7-dihydro-6H- 
dibenzfb ? d]azepin-6-one 

5-{N'-(3 ,4-methy lenedioxyphenylace^l)-L-alaninyl}-amino-7-methy 1-5 ,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(hydrocimamyl)-L-alaninyi}-amin\-7-methyl-5J-dihydro-6H 
dibenz[b,d]azepin-6-one 

5- {N ' -(octanoyl)-L-alaninyl}-amino-7-methyr^5 , 7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5- {N ' -(3-(3-hydroxypheny l)propiony l)-L-alaniny^} -amino-7-methy 1-5 , 7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3-(4-methylphenyl)propionyl)-L-alaninyl}-a^ino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3-(4-chlorophenyl)propionyl)-L-alaninyl}-amin\-7-methyl-5,7- 
dihydro-6H-dibenz[b »d]azepin-6-one 

5-{N*-(3-phenylbutyryl)-L-alaninyl}-amino-7-methyl-5,7-^ihydro-6H- 
dibenz[b,d]azepin-6-one 
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5v{N'-(3-(4-hydroxyphenyl)propionyI)-L-alaninyi}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N\GA5-trifluoropte^ 
dihydro\6H-dibenz[b ,d]azepin-6-one 

5-{N , -(4-^methoxyphenyl)butyryl)-L-alaninyl}-amino-7-meth^ 
dihydro-6H\iibenz[b , d] azepin-6-one 

5-{N' -(3-(metlWycarbonyl)pro^ ,7- 
dihydro-6H-dibekz[b,d]azepin-6-one 

5-{N'-(4-phenylbumyl)-L-alam^ 
dibenz[b,d]azepin-6-\>ne 

5-{N'-(3-(benzylthio)-OTopionyl)-L-alaninyl}-aniino-7-methyl-5,^ 
6H-dibenz[b,d]azepin-6-We 

5- {N ' -(3-methy lpentanoy l)\L-alaniny 1} -amino-7-methy 1-5 , 7-dihy dro-6H- 
dibenz[b , d] azepin-6-one \ 

5-{N'-(7-carbomethoxyheptanW 
6H-dibenz [b ,d] azepin-6-one \ 

5-{N^2-indanylacetyi)-L-ala&^^ 
dibenz[b,dJazepin-6-one \ 

5-{N^5-carbomethoxypentanoyl)-L^ 

5-{N'-(2-methyl-3-Benzofuranacetyl)-L-^aninyl}-amino-7 
dihy dro-6H-dibenz [b , d] azepin-6-one \ 

5-{N * -(propiony l)-L-alaninyl}-amino-7-metnyl-5 , 7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 



5-{N'-(3-methoxypropionyl)-L-alaninyl}-amino\7-methyl-5 , 7-dihy dro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'-(3-(4-fluorophenyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5- {N > -(3-(4-fluorophenoxy)propiony l)-L-alaniny l}-amino-7-methyl-5 ,7- 
* dihydro-6H-dibenz[b,d]a2epia-6-one \ 

5-{N , -(3-pentenoyl)-L-alaninyl}-amino-7-methyl-5,7-dikydro-6H- 
dibenz[b,d]azepin-6-one V 
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V- { N *-(4-(2 ,4-dichlorophenoxy )buty ry l)-L-alaniny 1} -amino-7-methy 1-5,7- 
dmydro-6H-dibenz[b, d] azepin-6-one 

5-{m-(23-dicWorophenoxyacetyl)-L^ 
6H-diWnz[b,d]azepin-6-one 

5-{N'-(3^-cMorobenzoyl)propb 
dihydro-6Hrdibenz[b,d]azepm-6-one 

5-{N'-(4*-fluOTOSUCcinaniIyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'-(n-(diphenytoethyl)glutaramyl)-L-alaninyl}-amino-7-me±^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(2-fluorophenyl\cetyl)-L-alaninyI}-amino-7-me% 
dibenz[b,d]azepin-6-one 

5-{N , -(cyanoacetyl)-L-ala^nyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(succinanilyl)-L-alanin^l}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b ,d]azepin-6-one 

5- { N * -(2 ? 4-dicWorophenoxy ace^^^ 
6H-dibenz[b, d]azepin-6~one 

5-{NX2-nitrophenylacetyl)-L-aIam^ 
dibenz[b , d]azepin-6-one 

5-{N'-(beta-propylhydrocinnamyl)^ 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(3-(2 ,4-dimethyIbenzoyI)pro^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(2-fluoro-3-(triflu^^ 
methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-OTie 

5-{N'-(2,4,6-trifluorophenyla^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(4-fluoro-2-(trifluoromethyl)phenylacetyl)-i f -alaninyl}-amm^ 
methyl-5 , 7-dihydro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(2-fluoro^-(trifluoromethyl)phenylacetyl)-L-^laninyl}-amino-7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 
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5^N'-(4-hydroxyphenyIacetyl)-L-alaiunyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dioenz[b , d] azepin-6-one 

5- { N V4-methoxyphenoxy acety l)-L-alaniny 1} -amino-7-methy 1-5 ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(2-ni^oxyphenylacetyl)^ 
6H-dibenz[bV]azepin-6-one 

5-{NX2-bromotoenylacetyl)-^ 
dibenz[b,d]azepin\6-one 

5-{NM4-benzyloxy]menoxyacetyl)-L-ala 
6H-dibenz[b , d] azepin^6-one 

5-{N'-(4-hydroxyphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihy 
6H-dibenz[b,d]azepin-6-onfe 

5-{NMlevulinyl)-L-alani^^ 
dibenz[b,d]azepin-6-one \ 

5-{N'-(2-hydroxyphenylacetyl)-L\laninyl}-amino-7-methyl-5,7-d^ 
dibenz[b,d]azepin-6-one V/1 

5-{NM3 ,4-dimethoxyphenylacetyI^LM ,7- 
dihydro-6H-dibenz[b , d] azepin-6-one \ 

5-{N'-(3-(4-methoxybenzoyl)propionyl)-Dralaiiinyl}-amino-7-meA^ 
dihydro-6H-dibenz [b ,d] azepin-6-one \ 

5-{N , -(3-(4-phenylbenzoyl)propionyl)-L-aIanmyl}-amino-7-methyl-5 f 7- 
dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{NX34iydroxyphenylacetyl)-L-alaninyl}-amm^ 
dibenz[b,d]azepin-6-one \ 

5-{N'-(N-acetyl-N-phenylglycinyl)-L-alaninyl}-ami^-7-methyl-5 ,7-dihydro- 
6H-dibenz[b ,d] azepin-6-one \ 

5-{N^thiophene-3-acetyl)-L-alani^ 
dibenz[b,d]azepin-6-one \ 

5-{NX6-phenylhexanoyI)-L-alaninyl}-am 
- dibenz[b , d] azepin-6-one \ 

5-{N , -(cyclohexanebutyryl)-L-alaninyl}-amino-7-methyl-5,V-dihydro 
dibenz[b,d]azepin-6-one V 
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N M2 3 , 5-trifluoropheny lacety^^ 
di wdro-6H-dibenz [b ,d]azepin-6-one 

5- { N '^2 ,4,5 -trifluoropheny lacety l)-L-alaniny 1} -amino-7-methy 1-5 , 7- 
dihydro-^i-dibenz[b,d]azepin-6-one 

5-{N'-(vinyWetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenzfb ,d]azepin-6-one 

5-{NM3-methyltntopropio^ 
dibenz [b ,d]azepin-6rone 

5-{N'-(3-mtrophenyIaWtyl^ 
dibenz[b , d]azepin-6-onk 

5-{NXn-tert-butylsuccin^yO^ 
dibenz[b,d]azepin-6-one \ 

5-{N'-(4-bromophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6^ 
dibenz [b , d] azepin-6-one \ 

5-{NM3-(4-fluorobenzoyl)propioi^^ 
dihydro-6H~dibenz[b,d]azepin-6^5Sd 

5-{N , -(o-cWorophenoxyacetyl)-L-alamnyl}-amino-7-methyl-5 J-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N , -(p-tolylaceyl)-L-alaninyl}-amino-Amethyl-5,7-dihydro-^ 
dibenz [b , d] azepin-6-one \ 

5- {N ' -(m-toly lacetyl)-L-alaninyl}-amino-7-methyl-5 , 7-dihydro-6H- 
dibenz[b, d]azepin-6-one \ 

5-{N'-(3,4-dichlorophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7^ 
6H-dibenz[b,d]azepin-6-one \ 

5-{N' -(4-chlorophenoxyacetyI)-L-alaninyl}-amino-y-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{NX3-methylphenoxyacetyl)-L-alaninyl}-am 
6H-dibenz[b,d]azepin-6-one \ 

5-{N , -(4-isopropylphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro- 
*6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(4-phenoxyphenylacetyl)-L-alaninyl}-amino-7-methyL5J-dih^ 
dibenz[b,d]azepin-6-one y 



- 881 - 



In 



10 



15 



20 



25 



30 



35 



40 



45 



r{N'-(phenylmercaptoacetyl)-L-^ 
diWnzfb ,d]azepin-6-one 

5-{N\(4-ethoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [hud] azepin-6-one 

5-{N'-(2,5^imethoxyphenylacetyI)-L-alaninyI}-amino-7-methyl-5,7- 
dihy dro-6H-&benz[b , d] azepin-6-one 

S-fN'-Co-tolyla^yO-L-alaninylJ-amino^-meAyl-SJ-dihydro^H- 
dibenz [b , d] azepiiW)-one 

5- { N * -(3 , 3-dipheny Ipropiony l)-L-aianiny 1} -amino-7-methy 1-5 , 7-dihydro-6H- 
dibenz[b,d]azepin-6-oi 

5-{N'-(3-phenoxypropioi^l)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N > -(4-(trifluoromethyl)phe^lacetyl)-L-alaninyl}-amino-7-methyl-5 
dihydro-6H-dibenz[b,d]azepin-o^one 

5-{N'-((4-methylphenoxy)acetyl)-I^)amnyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(2-phenoxyphenylacetyl)-L-alanii^l}-amino-7-methyl-5,7-dihydro 
dibenz[b ,d] azepin-6-one 

5-{N'-(3-phenoxyphenylacetyl)-L-alaninyl}-^ino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N^3,4-dicMorophenoxyacetyl)-^ 
6H-dibenz[b ? d]azepin-6-one 

5-{N'-(4-fluorophenoxyacetyl)-L-alaninyl}-amino-7-i^thyl-5 ,7-dihydro~6H- 
dibenz[b,d]azepin-6-one 

5-{NX3,4,5-trimethoxyphenylace^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N ' -(2 ,4-dichlorophenylacetyl)-L-alaniny 1 }-amino-7-methyl\5 ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{NX4-thianaphthenacetyl)-L-alaim^ 
dibenz[b,d] azepin-6-one 

5-{N 9 -(methoxyacety l)-L-alaninyl }-amino-7-methy 1-5 ,7~dihydro-6^I- 
dibenz[b,d]azepin-6-one 
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i- { N ' -(ethoxy acety l)-L-aianiny 1 } -amino-7-methy 1-5 , 7-dihy dro-6H- 
dustenz[b , d]azepin-6-one 

5-{NVphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[D*d]azepin-6-one 

5-{N'-(3-m^oxyphenoxyacetyl)-L-aIaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[bM]azepin-6-one 

5-{N'-(4-butox5^enylacetyl)-L-alaninyl}-amino-7-methyI-5 ,7-dihydro-6H- 
dibenz[b,d]azepiip6-one 

5-{N'-(3-(2-methoxyMenyl)propionyl)-L-aIaninyl}-amino-7-methyl^ 
dihydro-6H-dibenz[b, aiazepin-6-one 

5-{N , -(N ? N-dimethylsuc^amyl)-L-alaninyl}-amino-7-methy 
6H-dibenz[b, d]azepin-6-ora 

5-{N'-(3-(3,4-methylenedioxyphenyl)propionyl)-L-alaninyl}-amino-7- 
methyl-5 J-dihydro-6H-dibenz[Vd]a2epin-6-one 
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5- {N * -(2-chloro-6-fluoropheny lace) 
dihydro-6H-dibenz[b,d]azepin-6-< 



l-alaninyl}-amino-7-methyl-5 , 7- 



5-{N'-(2,5-difluorophenylacetyl)-L-aIa^yl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b , d] azepin-6-one 

5-{N '-(pentafluorophenoxyacetyO-L-alanii^^-amino^-methyl-S ,7-dihydro- 
6H-dibenz[b, d] azepin-6-one 

5-{N '-(3 ,5-bis(trifluoromethyl)phenylacetyl)-L\alaniny I}-amino-7-methy 1- 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3 ,5^Iimethylphenoxyacetyl)-L-alar^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(4-cWorophenylacetyl)-L-alamnyl}-amino-7-me^yl-5J-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(3-cMorophenoxyacetyl)-L-alaninyl}^ 
dibenzfb, d]azepin-6-one 

5-{N , -(benzo[b]thiophene-3-acetyl)-L-alaninyl}-amino-7-me\hyl-5,7- 
dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N , -(3,5-dimethoxyphenylacetyl)-L-alaninyl}-amino-7-meth^l-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 
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3r{N*-(2,5-dimethylphenylac^^ 
6Hrdibenz[b, d]azepin-6-one 

dibenz[tHd]azepin-6-one 

5-{N , -(4-bi™enylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5- { N '-(N-(tert-buWy carbony 0 

methyl-5 J-dihydr<p6H-dibenz[b,d]azepin-6-one 

5-{N'-(trans-styiylacem)-L-alaninyl}-amino-7-methyI^ 
dibenz [b , d] azepin-6-one\ 

5-{NX4-acetamidobutyryl)^-alaniny^ 
dibenzfb , d] azepin-6-one \ 

5-{N'-(3-(2-cWorophenyl)propioVl)-L-alaninyl}-amino-7-methyl^ 
dihydro-6H-dibenz[b,d]azepin-6-oW 

5-{N'-(butyryl)-L-alaninyl}-amino-7-Wethyl-5,7-dihydro-6H- 
dibenz[b*d]azepin-6-one \ la 

5-{N ' -(trans-3 -hexenoyI)-L-alaniny l}-apfi^7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one \ 

5-{NM5-phenyIvaleryl)-L-alani^ 
dibenz[b,d]azepin-6-one \ 

5-{NM3-(3-methoxyphenyl)propionyl)-L-al 
dihydro-6H-dibenz[b ,d]azepin-6-one \ 

5-{NX4<hloro4>eta-methylhydrocim^ 

5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N' K3-(trifluoromethyl)butyty 

6H-dibenz[b , d] azepin-6-one \ 

5-{N'-{alpha-naphthoxyacetyl)-L-alaninyl}-amino-7-methyV5 ,7-dihydro-6H- 
dibenz [b , d] azep in-6-one \ 

5-{N'-(3-(4-phenoxybenzoyl)propto 

dihydro-6H-dibenz[b,d]azepin-6-one \ 

5-{N'-(3-(2-trifluoromethylbenzoyl)propionyl)-L-alaninyl}-aminW 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one \ 
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5^{N , -(3-benzoylamino-3-phenyl-propionyl)-L-alaninyl}-amino-7-methyl- 
5 ,X-dihydro-6H-dibenz[b,d]azepin-6-one 

5- { N T \4-(hydroxy imino)pentanoy l)-L-alaniny 1} -amino-7-methyl-5,7- 
5 dihydro^6H-dibenz[b,d]azepin-6-one 

5-{N'-(4'-i^thyIgIutaranilyl)-L-alaninyl}-amino-7-methyl-5 J-dihydro-6H- 
dibenzfb ,d]azfer)in-6-one 

10 5-{N' -((4-(4-ethykphenoxy )-phenoxy)-acetyl)-L-alaninyl}-amino-7-me thy 1- 

5 , 7-dihydro-6H-dibenz [b , d] azepin-6-one 

5-{N' -(3-Benzoy l-3-plWylpropionyl)-L-alaiiinyl}-amino-7-methy 1-5 ,7- 
dihydro-6H-dibenz[b,d]a?epin-6-one 
15 \ 

5-{N'-(4-(hydroxymethyI)phenoxyacetyl)-L-alaninyl}-amino-7-me^ 
dihydro~6H-dibenz[b,d]azepin-6-one 

5-{N'-(4,4,4-trifluorobutyryI)-I>alaninyl}-amino-7-me^ 
20 dibenz[b,d]azepin-6-one \ 

5-{NX3-isobutyrylamino-3-phenyl-w^ 
5 , 7-dihy dro-6H-dibenz[b , d] azepin-6-araL 

25 5-{NM(2-methylphenoxy)acetyl)-L-^ 

6H-dibenz[b ,d]azepin-6-one \ 

5-{N' -(3-(phenylsulfonyl)propionyl)-L-alaniml}-amino-7-methyl-5 , 7- 
dihydro-6H-dibenz[b ,d]azepin-6-one \ 
30 \ 

5-{N'-(4-nitrophenylacetyl)-L-alaninyl}-amino-^methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one \ 

5-{N'-(3-eAoxypropionyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
35 dibenz[b,d]azepin-6-one \ 

5-{N'-(23-difluoromandelyl)-L-alaninyl}-amino-7-memyl-5J-dihydro 
dibenzfb , d] azepin-6-one \ 

40 5-{N'-(2,6-difluoromandelyl)-L-aIaninyl}-amino-7-methyl\5 
dibenzfb, d]azepin-6-one \ 

5-{N > -(4-fluoromandelyl)-L-alaninyl}-amino-7-methyl-5J-dmydro^ 
- dibenzfb T d]azepin-6-one \ 
45 \ 
5-{N*-(2,5-difluoromandeIyl)-L-aianin^^ 

dibenzfb, d]azepin-6-one \ 





fll. 
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r{N'-(dl-beta-phenyllactyl)-L-alarunyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'\dl-mandeIyl}-amino-7-methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6- 
5 one 

5-{N , -(p-cmoromandelyl)-L-alaninyl}-amino-7-methyl--5 ,7-dihydro-6H- 
dibenzfb , d] az)spin-6-one 

10 5-{N , -(l-alpha-hWroxyisocaproyi)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro- 

6H-dibenz[b , d] azebin-6-one 



15 



30 



5-{N'-(4-bromomandWl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-onfc 

5-{N > -(lK+)-lactyl)-L-ala^nyl}-amino-7-methyl-5J-dih^ 
dibenz[b,d]azepin-6-one 



^ 5-{N '-(d-3-pheny lacetyl)-L-ala^inyl}-amino-7-methy 1-5 ,7-dihydro-6H- 

>-:| 20 dibenz[b ,d] azepin-6-one 



pl 5-{N'-(5-methylhexanoyl)-L-alanii^l}-amino-7-methyI-5J-^ 
! 1 dibenz[b,d]azepin-6-one 

25 5-{N'-(3,5-difluorophenylacetyl)-LJfn^ 
dihydro-6H-dibenz[b,d]azepin-6-one 



5-{N * -(3 ,5^ifluorophenylacetyl)-L-2-phe 
dihydro-6H-dibenz[b ,d]azepin-6-one 

5-{N ' -(3 , 5-difluorophenylacety l)-L-leuciny 1} -^nino-7-methy 1-5 ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 



5-{N , -(3,5-difluorophenylacetyl)-L-2-cyclohexylgtycinyl}-amino-7-methyl- 
35 5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N*-(3 , 5-difluorophenylacety l)-L-threoninyl}-aminq-7-methyl-5 ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

40 5-{N'-(3,5-difluorophenylacetyl)-L-alpha-(2-thienyl)gly^nyl}-amino-7- 
methyl-5 ,7-dihydro-6H-dibenz[b ,d]azepin-6-one 

5-{N'-(2-thiopheneacetyl)-L-methioninyl}-amino-7-methyI-^ ,7-dihydro-6H- 
- dibenz[b,d]azepin-6-one 

45 

5-{N'-(2-thiopheneacetyl)-L-2-phenylglycinyl}-amino-7-meth]^-5,7-dihydro- 
6H-dibenz[b , d] azepin-6-one 
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5\{N'-(2-thiopheneacetyl)-L-leucinyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dioenz[b , d]azepin-6-one 

5-{N\(2-thiopheneacetyl)^ 
5 dihy dror6H-dibenz[b , d] azepin-6-one 

5-{N ' -(2-miopheneacety l)-L-threoniny l}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]atepin-6-one 

10 5-{N'-(2-Mop^eacetyl)-L-alpha-(2-thienyl)glycinyl}-amino-7- 
dihydro-6H-dibenz[b ,d] azepin-6-one 

S-lN'-CisovaleryO-L^ethioninylJ-amino^-methyl-S ,7-dihydro-6H- 
dibenz[b ,d]azepin-6-one 
15 \ 

5-{N*-(isovaleryl)-L-2-pi^ylglycinyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one \ 

5-{N , -(isovaleryl)-L-leucinyl}-^mino-7-methyl-5 J-dihydro-6H- 
20 dibenz[b , d] azepin-6-one \ 

5-{N'-(isovaleryl)-L-2~cyclohexyljm^ 
dibenz[b , d] azepin-6-one Y \\ 

25 5-{N , -(isovaleiyl)-L-threoninyl}-ataii^7-methyl^ 
dibenz[b,d]azepin-6-one \ 

5-{N , -(isovalei7l)-L-alpha-(2-lJiienyl)glyciwl}-amino-7-meth^ 
6H-dibenz[b,d]azepin-6-one \ 
30 \ 
5-{N'-(phenylacetyl)-Lnmeto 
dibenz[b,d]azepin-6-one \ 

5-{N ' -(pheny lacety l)-L-2-phenylglyciny l}-amino-7\methy 1-5 , 7-dihydro-6H- 
35 dibenz[b,d]azepin-6-one \ 

5-{N'-(phenylacetyl)-L-leucinyl}-amino-7-methyl-5,7^1ihydro-6H- 
dibenz[b , d] azepin-6-one \ 

40 5-{N'-(phenylacetyl)-L-2-cyclohexylglycinyl}-amino-7-mWhyl-5 ,7-dihydro- 

6H-dibenz [b , d] azepin-6-one \ 

5-{N' -(phenylacetyl)-L-threoninyl}-amino-7-methyl-5 ,7-dihyWo-6H- 
dibenz[b,d]azepin-6-one \ 
45 \ 

5-{ N ' -(phenylacetyl)-L-alpha-{2-thieny l)glycinyl}-amino-7-metwl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one; A 
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and pharmaceikically acceptable salts thereof. 



£3 

m 

M 
in 

'if : 

m 
m 



